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¥530 :*:lE;S:«SKTB:ibEfiaKlTi2S6# Osaka. (JP) 

(72) ^mm lii^xt/ 

(75) ^m^ym^A ( *@K:^i^T©* ) 
'hJ:W-(KOOAMr, Yuji )CJP/JP3 

T419-01 ©raj§lH^fimPrffi=&5 6- 5 Shizuoka. (JP) 
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T410-21 ©fflJftfflj^IIUjPr«P«S2 7 7 -3 Sh i zuoka. ( JP) 
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(54) Title : 2,3-DIHYDROBENZOFURAN DERIVATIVE 
(54) ^^MO^^ 2. 3-i>t Ko-ti.y'^SvSH^f*: 



A 23-dihydrobenzofuran derivative represented by general formula (I) or a salt thereof, a process for producing 
the same, and a use thereof, wherein Ri represents hydrogen or lower alkyl; n represents an integer of 2 to 6; A 
represents CO or SO2; R2 represents hydrogen, halogen, optionally halogenated lower alkyl, lower alkoxy, hydroxy, 
nitro or cyano; and symbol * represents an asynunetric caibon atom. The derivative and salt thereof have a potent 
affinity for serotonin lA receptors and are useful as remedies for diseases related to serotonergic nervous systems, 
such as anxyolytic agent, antidepressant, hypotensive and antiemetic including Idnesia remedy, space sickness remedy 
and antivertigo drug. 




(I) 



(57) Abstract 



(57) 



^ (1) 




(I) 



AS^{*:{c*fL®^.^Sa5R]tt<&^L. tnl^^k iL^oS»k ifilEEi^T^k ©IM ( 



.;^vu^ h aiHl-PCTftlfflBSrl 



AM r /V - r CZ -f- X y 3 ^miS 

AT :r — :^ h r DB I' -f y 

Au :t - X h 7 T DK r > V - ? 

BB K X EE -t z h — T 

BE ^ — ES X < > 

BF -//U + -^ •T/ r •/ PI -/ f > ^ > K 

BG -/ U r PR V 7 > X 

BJ > GA tf X > 

BR -/ ^ /u GB -f -X 'J :t 

BV 9 /V — £^ GE 5^ 'I- X r 

Cfs. h-f- r GN 4r - r 

CP V ^itiagl gr ^' 'J > v 

CG 3 > :r - HU > ^ '/ - 

OH X i 7, JE f 1- -? > I- 

CI 3-h -:;.i:r-a IT < 9 - 

CM * / /i- -> JP B4i 

CN 4>B KE - r 

OS t. -y J X u r V 7- KG At ^ y > 



KRjM^SS 

KZ a ^'/xf > 

u t :^ •> ^ ^ -r > 

LK X >; ^ > ?!r 
LT i; h T - T 
LU /U ? -b V -/ r 
LV J. »/ < T 
MC -t -^ 3 
MD /t 
MG ^ *^jsrx « 
ML 

MN ^ > is-/!^ 
MR -t — <; ^ ^ r 
MW -V V < 
NE - ^ — 
NL t 9 > 

NO / Ji ^/ c — 



NZ - ^ — i'— ^ > K 
PL iK- ^ > K 
PT iK/u h #'/V 

RO /w — -^-r 

RU cr -> T 
SD X— 

SE X X — r > 

SI X D ^ X - r 

SK XD'/r *r^t#a@ 

SN -t if )4r 

TD -f - ^- - K 

TG h - a' 

T J 9 'J ^ Xf > 

TT h U - r— K h 

UA O 9 ^ i 

US 

UZ A- X y V^tfPffl 
VN < c h -f- 
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m ^ 

2, 3 -v^t Ko^>y7 5>^^{* 

^i<^:'O^S^^<^:l€iiLT^<^-5c:<i:>{><^!?*^oT§^ C^^uy > (G 1 ennon. 
R. A. . J.Med. Chem. , 30, 1 (1987)))o 

2jcBg3c> 4 7 1 9 8 9 ^JiTiJ-^> mi241-1248:g;J. P. Fei 
ghnev. W. F. Boyer, P s y c h o p a t h o 1 o g y , 2 2, 2 
1 (1989) :P. R. Saxena. C. M. Villalon. Tips. 
11,95 (1990).N. Matsuki et al.,Jpa. J. P 
harmacol, Suppl., 58. 313 (1992) 

3-i^t KD^>y75>^^{*:*<^ -tra b->*<f^ffl-rS 5 -HTlAUr^^ 
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■^mmt. ^ (1) 




(it*, Rl {i7K3Kll?*^{i<£j!RT;l/^/US^ : n {i 2 *>t> 6 feoHtfe^ ; 
AliCO^fziiS02 ^ ; R2 WtKIIII^^. ^^o>b'>Il^^. /Noy>I§^-t?B^ 

•> T y : * w^ji^^ii^-s-n-^n^^o ) T'^ $ ns 2 , 3 - t k o 

^h^i/. vyPT}?^!^, ^vzTh^iy. ^^-rv^'ym 
/^oy>^^^^<i:{i^ ^^n^. ^ffen^. m^n^. ^^0>^^i?*<Wt.ns 

o . 
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-rnc^-fc,. 5i: (2) 



^ CH2-N-(CH2)n-NH2 





X-A-^-^ (3) 



^b-a?^^SJtHi:LJ6s 5C (4) 



* ... N • /=N^R2 




^ CH2-N-(CH2)n-N-A-Y' ^ (4) 
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C^*. RIU R2 . A> *5.a'n«f!lia«i:|5li;m*^-ro ) -C'^^tl^it^ 

:^mM<D^ ( 1 ) tr^^n^. 2. 3 - i^h Kn^>y7 5 >^^{*:^rMii-m{i 
ctl^o ^^C'i^^S{-;Cl;T^ (O ©Rl*<7K^/l^T4>S^b^^;6^^i^ (1) 

Rll{:i*>»t-&TiySO«SS<i:Lrti. (3) 0^k^iOR|£:{C|^LT 

cn'^cDS(itife5l^4i5ajcD5i:ji^^##Jc-m{fJ:l^ (^U-> (Green) 
-fuv-^^^-zT tr)\^-'f7s v>-ir->X (P r o t e c 

tive groups in organic synthesis) 198 
1^ 117^. iTU-^-. y-y^y (Gr e en. Wu t s) -fWrtf^^-:/ 
ir)\^—-f7. ;i— -y^' v'^-fev'X (P r o t e c t i V e gr 

oups in organic synthesis) BZllE, 19 9 1 

S (BocS) > ^>i^J\y:^^'ytiJ\^7f.—jV^ (CbzS) . 9 - 7;!/^*- U-^U 
^4^>'7^;>'^7^C^;^S (Fmoc^) . h + y h4^'>^;l/7}-:j:. 

^ (2) ©^t^©ig®!{i. ^iEcDil»5"r?*So 

— ^ (3) <D\t^m\z.iskf^mm^xt\t.. (2) <Dit-^mt. ^ (3 
it (3) o-fh^^^oJiDM^s^^r^L. mmrn^^^. *f 

^ (3) ©^b^igjiJi. i^^o-fb^i^T^f?. -eajx-jf. ^^y-fvi/^^n y /< 

o->^>'b'Oy*-r;uj^D 'J K, p-r^^i/O'/^^i/^a g q-^ h + -> 
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o-y JU:tu^yV-f Jl'i^ n V K.. o - h U 7;U:tuy ^yU^V'Z-l'yl/^^ d U K 
. p- h "J :7>'U:*-py □ i; o -— h o^>y'i';l/^ □ U K 

p-^ nv^>-e>7.JU7i-^sLjUi; a h\ P-- hD'^>-t'>x>>U;^^;l/^ D ij 

^ (2) (Dit^^tj^ (3) ©^t-^^tCDSiCJi. eJ£3fe^a]e>tl/iT$ K-fk©^ 
j*^ffll-^T^i6tr^So iC (2) <D^t^(ISot^ (3) (Dit^f^t^ 

(2) O-ft^JC^^L^ (3) <Dit-^m=^. aSO. 1 — 1 o^g. #ICiftL 
(2) o^t^igg© 5 - 10 Of&©fflS*<^fij^$n5o Sf&fi. i^MfiUtcti. M 

^ (2) (Dit^mt^ (3) 0^t^«B5<i:®SJE:{Cfel,^T> Jeg^#:Sii-L»65 
©mSiCTUs h 'J J^f^^l/T i \£^)'J>, 4 -^f^;ut;l/7^u >^©W^ 

t.fz^ (3) ©^b^'^©X*<OH-ea&Si©^{C{i. 5^ (2) (Dit^mt<Dm.pLs 
yrotf;U) ;?7yl/;J-:v?^ = Ks N-t Kn4-v':;^^'->>^ 5 N-tFn4-> 
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l>'5±ie©St?S#^bS>J(i, ^ ( 3 ) O^b^ifej© 1 ~ 5 ^fi. e^izUt. L < « 1 ~ 
1 . 5 ^affll^TSfC^-arSo Sf£;iCffll^5iSS®fi{i. _hiB©^?£tt-fb?piJ® 1 
~ 2 '^{ciif t L < « 1 ~ 1 . 5 ^SfflV^So ^?£ttj«<*:«. MiEilSl^JC 

SJSti. ^Mfi^jJcflMl^iSWoCti^-e^SdN'. #{=if^L<fi. -2 5iC 

»i< LT^ (4) (Dit'^mmii>n. ^ (4) ©jb^^©Rii*<T$ ys©-^ 
* hmm. LT fciitii! L < i ^> .fc V ^*<. ffjus. i ^ ^ 

^■rn{*J:<. ^-^ttf. -RMS*<t -7'h + ->3^7;i/:f:^;l.S (BocS) ^-eW 

1-10 O^S©fflS*<{BJ^$tL*o COi^, K^^iiT?5&f?LTffll^<2.Cc!: 
*<-e^So #IRf ^^iSSi LT. ^na;i-.;l/A. ±g^b>^^>^ i?Jt5^yUai--r 
-'K 7^ h^t Ko:75:/. y:5'y-;K TK^icif^f^Ilt LT*>{f SCi*^!?^ So 
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m <^&Lfzt^ i^i¥±-t S C i ^ -5 ii^ 1 mrSTb^ t> 2 4 K^Pb^ 
ttz^mMt<. ^y'J)V-:^^'yij)Vif.s^}V^ (CbzS) ^ ^>'J)vmmX'^ 

i?ji^7i/jL— -7^ h V t Ko:7-5 y^y-;w i^K^^^K i^yf-^'i/^^ 

^tz^mMi)<. ^>'JjV:t^'>^JV:^^^/vm (CbzS) 
*^t7k^S?©B^K^. fcL<{i. h ';7>»l/:tDi^S?^«[. iS'^tT>'^~ 
±Ti>S*<. iif*L<{lx 1 — 10 OSfl:®ffl«*<^J^$tiSo 

ij^^^^^-omt LTW. il# 1 ^fiJ&l±T*S*<. if* L < (i. 1-10 0 

1 i^^*^t> 3 BmxmT-t^o 

l^ti^WMtK 9-yjVyi-U:=.J\^^^'>i3JUt:-Jl^m (Fmo c^) . J^h^ 

m< Lx^ (1) <DRii<7kmmTx^^it^i}mi^tL^o $t>ic. c:©>fb 
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. ^ (5) 



(i. ^ ( 5 ) (Dit^mco 1 2 0 * L < «^ 5 mM%~ i 

3i*^-mifckt*;i><s it (5) ©^b^igjos — i 0 of&©ffla*<^j^$n-5o sts 

ii^3 0^5-rB^*>t>3 BFa^^-eJCil^T-rSo (5) ©^b^-gj/ORll 
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$t>(C. ^ (5) (Dit^it. MA.i€. li: (6) 
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CH2-N-(CH2)n-X, (6) 



(5C+Rii&c;n{iKrie«i:m:3iti*^^Ls xi «iiftgts^^fo ) -v^^n^ 

Rkiiiltd:. ( 6 ) ©^b'&igjJCJ* LT^ 1 ~ 1 0 i < {cj?^ L < ti. 1 
SffiK^OSJi^ ®l[©S«-S^-m{fJ;l>*<. ^ (6) <Dit^or>5^l 0 0 
S^T'feSli^tl. ^Jx.{df> (7) 
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1 0 



Co- 



Ml 



CH2-N-(CH2)n-OH 



(7) 



y K^j:<i:'®xyi/.-}-.— yWI:S*lil<i:Sfe$-a:-SC<i:lCJ:-3T?#t»tLSo cn'^OX>'l/ 
'^-/Kbl^^{i^ 5^ (7) <Dit^W:LiiLX. 1~1 O^fi. i:<{cff*L<{i 
. 1 — 1. 5^»fflt>n{^J;l>o RfS{c*5V>T{i. J^^^#:m-a:LJ6S^«i:*<iiF 

L < « 1 . 5 ^Me?cDii>i§!&jaffll^S C Ll>o RCxti. ^Stt 

So ^nc^D^.s i'nu^yl/A. J^^k/^p^, i^'ai^^pji— -T^h-^tKn 

■rn{fj:c>;(>^, i»: (7) (oit^mcob-^i o ofi&offla^^^j^^n-So r*b«> 

M-^- 2 5 t*>t> 4 0 I^icjf * L < it. m&niSrCffr> C <i:*<T§ -So 5^ 
^*/;:{iE3m{bj^^^*<^J^$n-5o ^^ny >^W^b^«^©4{i> i); (7) 6D>fb 
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1 1 



'>iy-htit'(DTVit^mt. (7) oit^mzMLx. 1-1 om&. t< 

^ (7) ©Rll*<(£i!ST;l/^;l/S-e*Sii^. (8) 



^b^(cj:^jfi«iTyl/+;PS^^A-rsci:{cJ:oT?it>tiSo cnt>OT;u+ 
^Hbgt^«. ( 8 ) o^b^^JUcj^LT. 1-10 Sfi. i < {rJF^ L < (i. i 
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1 2 

iC (7) ORll*<<£ii7;U+;PST*§Ji^{C. it (7) (Dit^%^m^1^(D 

T^k K©T;^=l-;^^^^^ T-fehryUxb KI?©T;i/xt KS5^(i:SJS$-a:> tK 

. 3C (8) ©^b^^{c3tLT. 1-1 O^a. t < JCJF^ L < ti. l-S^Sffl 
\,^tl\iii\.^o SfE{CfflV>5ig5c^J©gtt. jS; (8) ©{t^iK5{C3![*LT. 1-10 
^fi> t < {cifF^ L < {i. l~3^fiffll^*l{fJ;l>„ SiCiix ai^. 

•tn\tii\.^t<. ^ (8) ©-fk-^os-i 0 o^&0fflSA<^^$nSo SiCti. 
3: (7) ©Rii*<Tiyso»^s-e«,sJg^, (8) (Dit^m^. 

'J- (Boc2 O) s ^ly'JJ\'^^i/i3JV^^:=.JV{7u 

UK(Cbz-Cl). 9 -7;u^^i;u/^;l/^aaj^/uy - h (Fmoc- 

ci) uiLCD^w^mtKm-^^hzt^z^-^x'^^ixho ctit>©«@a^« 

. ^ (8) CD-fb^^f-J^LT. 1-1 O^Ss <!: < {Cff t L < l~3^Sffl 

7 yf^E^mt Lxhif^ z. tt)<x% -So iSl[®fi^s^-r 
n{fj;i>d<. it (8) <D{b^^cD5-i 0 of&©fflfi*<M^$n<5o s^sti. a 

-2 5't:*Nt»4 Ot:s t < ^a#iS-e?T -5 C<i: §S 
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1 3 



(9) 



-J\y. 3-T$ 1 -:/n/sV-yK 4 -T $ y - 1 

<i:S;e$-i±x jj; (8) ©^t^^mso k^cjc^I/^sts yr^m-^ufi. ^ c 
9 ) (D^t^mzMLT. mn i ^gjei±2fe^{f j: <.<»:< izuf-t. l < {±. 3-5 

ccDio^j:^ (9) (Dit^m^n^fziib(D:^mt. m^^m^e s cs) . 50 
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1 4 

3-512 (1 968) - 1 8 8 0 7 7 -^-tCfBilc^ nxi^ So C 




(1 0) 0^b^«a{:ii*LTs «b<{Cjf*L<«s 1~3^«£D 

MTKt K-5 10 0 ^-STKb y 8 0 % t >7K^j:«*fcD t 

©a«. m:K<Dm^MiR-ttni^\>^i)<. a; (i o o^t^©5~i o oi&©ffl 
5^ (1 0 ) (Dit^mii. m^ii. 3C ( 1 1 ) 




(11) 
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1 5 

i^^yi/) y^^ju^i h\ N- (3 -yu^T'P y^^ju^i h\ N- (4- 

MT*So RlCJcffli^Sf^ Kl«ll(i. (1 1) cD^b^!g5ic*fLr. iiS 1 ^ 
SJ!2t±*ti{^ J: < > t < Cif ^ L < {is 1—5 ^fiffll>n{f il^o RlBlt. M"^ 

. i^m^mt^^X'm\ ^mimi^tLxit. i^y^^uTfwuATs Ks v'y^^yi/ 

iS^^n{f<J:V>:&<. 3: (1 1) (Dit^m<D5^l 0 0^®fflfi;6<|?lJ^$nSo R 
. ilS 3^r^*M?»2 BFb^T^T^So RiCtdfcV^TW. *SS^:|^-a:L«>S d <h 

5S: (1 1) cD^k^igaw. mt^. |fjili©5S; o) Tf^sns-fb^^^i. '^>>^ 
iiSs yFim^mw^xm\ ^^iS^^tLXii. i^y^^jVMAri K 
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16. 

mnzmmib-i:> 2 Bfi\x^Tt^o Kmizis^^xa, ^m^^tEitt 

ib&Z.ti}<»tL<. "tO^mtLXli. hUJi5^yUT$>. fUi^>. 4 

SX±<DX'oizLx^ (2) ©'fb^i^«-^< ::«i:*<ai*So 

±isRfCJci»??it.tL-5*^Bj©i«: (1) (o^t^mit. Rit^m^t^^m^Lx 
So s/c. (1) ic*i{:j-5R2 (ommizji^xit. rM-y-^Adtg, t>v^/^m. 

tLX^^-tZo ^ (1) CD-fb^Ji. cni^^-{rSflcfcL< ^t^Stt-f*^ 

sjs-rsiiia*<«>'5o #^o3t^fi&tt«c(i. ?!e5t^5ait>n/C(J:*>0{;i> +^>'i^it 
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1 7 

^omt. 5-HTiAn?^:J'-{cfFfflL. fcoT. -iru h-y^mM^mM^m 
±MSMmt(ofzi^mmt lt«. a*f^fij. mu mt 

o 'J K V ^ o rf- /u/j: if cdJWJ^^J. -7 "i^ U )\^mm-^ h 'J a. u 

K'ftiTK^^c. yneu^^^y ^'J-UyiTV ^-Jl^ 

t£^^m^^^Cti}<X^^o MJOiMltCfeUT. SM^k SifiiM^k ^^m. ^51 
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1 8 

^t^^chLT. 0. 0 0 1~1 0 Omg/k gSJ^i-rn(^<tL^o 

(A) 7 -y 

0 tu L. cintc^x^^T 5 0 mM h y X . mmmmm ( p h ? . 4 ) ^iin^t:5gjs 

L, h L/::o ClCD^i^*-:^:^.- h^iS^.^^J'l^ (4 8 0 0 0 x 15^ 

{c, c©®®M^3 otj-ez o^fn^m.Lfz^. mi^^m (4 s o o o x i 

(B) 3H- 8 - h Kd + x- 2 - v'^T'neyl'T ^ y-r h5 'J > ( 3H- 8-0 

H - D p A T) n-^Mmmi^^ 
±fsrz'mMLfz^ V hMMgrnm^ c^o. i^-o. zmg^em) t sh-s 

-OH-DPAT (-i-'1'>^^^>K--i-^U'Ttts NEN) (^J^jgig 
0. 5 nM) &0*'<-i^U (p a r gy 1 i n '>rvtt®!) iMI^^^O 
. 0 ImM) ^3 OVX'Z O^mKVti-^ -^tz^. SfGfS^^-y Nv>GF/C7 

TB) tLtZo ±ie*afife»C-ba (Si^aSO. 0 ImM) =S:im?LXmmtz 

K}!t:''^-^izh<D(Dm^m^m^mv^m^m cnb) iu^o -to h~>cDftt)0 
(c) Kimstm^ 
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1 8 

i DTB-NB 

ifM^mmm (%) = i o o x i o o 

TB-NB 

^^WmzmM<Dm& (ii5^JK}6^t>l£^g^^T) ^cfc^{:^-5iPS^PlW^*5fe^6. 

m'^m^. C50M (5 o%m^-ti,mmy ^^tt>fzo 



1 + CL] /Kd 

[L] ;mmizm\^^fztmis^o^>mm CO. 2 nM) 

K d : tm^ vify y<D^^mmT&mm^^Brrmm ( o . 717 

4 nM) 

I C50 ; ^^i^tw^m^vff> vtom^t: 5 0 96mm-t^mm^m 

2. (.tfimati^mm&:> 
-mm:fjm- 

o> W]^m'^m.^i:mz-tW}mtLx^h>nx\.^?> (^{*6di4^, 42. 533 
(1 9 9 0) ) o ^>^^itmmmi&mmwi'i:tin^^t. Ax<D§mm\>^izm 
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2 0 

(A) ^ -y KU:^ 'J >flr 1 S^«i:(Dll^S,OiS3S! 

S D^Sitt^ h ( 7 M^. 9- ^-JVT. • U ^<-) ^»f^^N "^{f-^ < ITm^IR 

8 0 ^-e 1 m:-mX±m^Lfzo ^iSL/cCOifflm^?X?^TT'*^o < «9 i^^L. 
5 0 mM h >; X • imcmmm ( d H ? . 4 ) *Ao;iTSR/S h L/: 

o CO*:*i;;^- h^il^d^^il (48000Xg. 15 ^5-) Lx ■?-0^t^i^±fs 

(B) SH-y^i/i^vM^tloarJ^^ 

±ia-eieS! L/:: ^ h T K U:^ U > a 1 S${*:©M^S i 3H - > ( 
^^-^>ir-5>K--*-:f UTtt. NEN) (Sl^^ffiO. 2 nM) 
;^3;l/h-i/S? (^«?igSO. 0 0 5%) i^^Ml m 1 i L2 S'ICTS 035-P^S 
JC$-a:/io RfCSt^^-y hT>GF/C7>f ;l/^--e!R§iai[3gLx Mffi^S Dm 
MhUX-J^KiSffi^at (pH7. 4) 4m 1 TSIHiJfe^L. /<-f T;U3ffi{-^L. 
>'>f^L/-:J'-«-iOX.TjJclrtl«raiJ^LTx mt>ny::S>j^<g^ife8ilS^m (TB) 
iL/tio ±fe*afifc{w$^,{C7'7V"->i^ (Si^jglSl 0 OnM) ^rAn^m^lcR 

m^^±tz%i<o(Dm&m^$mm:^^^'tm (nb) iu^o y5^/'>>cDft*3*9jc 
MoiiS[o#{t-&i|^5o«i(*«-j!iD;trRf£;$-ti-. m^m. (dtb) ^m-tzo 

(C) K ifittt^fe 

DTB-NB 

^i^Pl^^ (%) =10 0 X 1 0 0 

TB-NB 



wo 94/15930 PCT/JP93/01835 

2 1 

(i^M*>b)^jgJg*-e) f-*^{:^SM^|5a§^^3^^6. 

m^^\^. ^^W(D I c5om (5 Q%m^-ti>mm) ^^i^tzo 



1 + CL3 /Kd 



[L] ; ^S^lcfflV>/:JS:S*tti;;y> Kig^ (0. 2 nM) 
K d ; MMtt U 3!f > K©§g<4:{C^it-r-5m5H]tt^^^igS ( 0 . 13 3 

nM) 

I C50 ; ^^Wttxm^ KiOife^^ 5 0 %ia^^5IS|ig5^ 



[0 0 8 0 J 



4. ^"D^f^rn (^-y hSSMTk^) 

Jfe^JK 17, 1 8 ©2|s:^B^>fl:^igg {MWm ^^nS-^L^ ^-O 3 0 

Sr^) (3 0. 6 Omg/kg) «1=H^{C^ .y Y^n^Wi^'m^i,. taor^f^ffl 



WOM/1S930 PCT/JP93/01835 

2 2 

lOOmgXkg i. p. S-^T5Et:Lnc*^o/^o ) 

^T^j. wtn tt^HB^i^^js jn:i6*i>3iii> um'^'m^v^vm 



2- (N- (4-T5yy^ib) -N- (t-TTh^v^^yUsfC^yl/) ) T 5 ^ ;^ 
^;b-2, S-v't Kn^>V [b] 

2-TU;U7x>'-;H. 3ml ( 1 0 mmo 1 ) ^fij i^:/ 6. 5 m 1 (C^ 
*^L. OVlzl^^LX. i'^^^UTS y tf U i?>2 4mg (0. 2minol). 
T-fef^^Ui'a'J Kl. 9ml i 2 0 mm o \ ^ ^iJQ^tZo Klt^M^ 0 VT: 2 
tm- Lfz'^. ^ n P7fx;l/A 5 0ml ^IS^tCXI. fiaif^l^®^7Kfg:^ H V •t' AtK 5 0 m 
K 7K5 OmK ^ftl^TKS 0 m 1 TSfe^^, ^ nn*:;i/A^^;fs'7 -y hv> 
1 PS®aE^iiLTIlft7KL. MET«^SL:feo glit^MJEHS (7 8-8 O^C/ 
4 mmH g) L. ^^Kc^m 1 . 6 4 g t LTli/::o iR^ 9 3 % 
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2 3 

nmB 3- i2-T-th^iyy -1, 2 - v^^D ^-^ >CD^^ 

^mA-vm&^ntz. 2-T-th^'>T'}JUO-k'>5 8 Omg (3. 0mm 

o \:) ^mm^tmmsmiizm^^L. ot{c?^-f»LT. ai^o. lemi (3. 

0 mm o 1 ) <£•^gT L tz^ S.fBm^ 0 VX' 2 I^F^^J^ L Z::^. i^an MA 2 0 
m 1 ^iJO^X. SBKKTk^"^ hy'^A:7k20mK7k20mK l&fn:^±g7K 2 0 
m 1 7?i{fejf^^. i^via Ml.m^^^ "7 V h v> 1 P S iltiffi<&ii LTIftTk L. ms. 

n&L±<^m^^ffiytl^(DKJBtzm\.^iZo JR^9 2% 

fjgC 2 -:/n^-y 2, 3 - t Ku'OV^ -5 >©-^Efe 

^TMBTS3S!$n/I. 3- (.2-T-th^yy a^-~JU) -1, 2-i^7^a* 
:7'n/N'>3 4 Omg ( 1 . Ommo 1 ) ^i^Z-^WS m HC^*^U O'Ctc}^ 
^LT. m^©:^ h U-^Ai h + i' KOirJ'y-^W^^etl. 2ml (1. 2m 
mo 1) =^mTLfZo Kmm'S:0VX2^mfilWLfz'^. i'unjhvyl/A2 0ml 
^iOX-T. 1 0 %^i>K7K2 0ml. 7K2 Cm K i&*n^Jg7K 2 Cm 1 X'i9ci¥ 

o BM^^iy V ij YjU-^ Ai/ y^^yy^- (yyi^^ttg!!. Art. 9 3 8 5 
. 1 0 g) JCftL. 'S^l^-y : B^l?i^yi/= 3 0:1 ©S^jgiKTf^tii L. ^® 
-ft-^ 1 4 0 m g ^ilfeOttibti^i Lxntzo iR^ 6 6 % 

ffSD 2 - (N- (4 -h Kci + >>:^^;U) ) y 2, 3-i^tK 

uOV [b] 7^>©-^R!t 

V"7^>4 3 0mg (2. Ommo 1) <&T-b — M;;l/4m 1 ^r^*^L. 4 - 
TxJ-l--^^ 92ml (10. Ommo 1 ) i^^T^; U -i/AS 

5 Omg (4. 0 mm o 1 ) ^3ta;iT. Z QX.X^nfUm.nLtz^^ i^uu^.jv 
A 2 0 m 1 ^JD^T. ^fniScKTk^:^ h U 't' AtK 20mK7k20mK ^ifO^ 
^TK 2 0ml T?iJfe^^s 9UX3 ;^yUAM^* "7 -y H V > 1 P SiSiffi^ii LTJiftTK 
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.Art. 9385, lOg) ICf^fL, if n n:fxyl/A : ^ y : 
77K=1 0:1:0. 1 Oig^^jElT'^tb t. SSI^b^!^ 3 0 0 m g '&^?^JSIfe© 
LTli/:;:o iR^ 6 7 % 

ItSE 2- (N- (t-^h + ->*;Ui-:->>l/) -N- (i-hh'xD^>zr^JV 
) ) T$ y y^;U- 2, 3 -^h b'ti^y^/ [b] ^^^©^fie 

^7^D-^lssa$n/^;. 2- cn- (4 -t KD+'>-r5^;p) ) rs/y^^i/- 

2. 3-i^b Kn-^^V [b] 7^>2 2 Omg (1. 0 mmo 1 ) ^ig'fbp' 5^ 
U>2ml{C^*^L. 0''C{C?$^LT, h U i^^l/T i > 0 . 15ml (1. 1 
mmo 1) . i^i^-'>^'}--/h^->i3J\y7i^—Jl4!li7i(.^2 A Omg (1. 1mm 
o 1) =S:ta^tZo Bc.]^i6c.^M^X'2mT^iki^Ltzmi. ifuu7fsjUA2 Oml^-Jp 
^X. mammiK^-f- h U A7k2 Om K 7k2 0 m K fi&fP^7k2 0 m 1 
^5fe#^^ ^'aD;^vl/AM^*'7.y hv>l P S jftiffi^ii LTilfck U MEETig^S 
LfZomm^^iy'}ijYJl'iy'^Ai^xJ^hi'''py^-i>tjU^im^ Art. 9 3 
8 5, 1 0 g) tzHL. ^nu^fwUAT^ifiLs M^t^^S 3 0 Brng^MfeO 

ffrnv 2- (N- (t-:r^ + i/^;^;^:^;^) _n_ (4_ (4-yf^;b7i 

--)V7.)\/^.-JVt^i/) •7^)V) ) T$yyf^;U-2. 3-i^tKP'^>V [ 

IM^'Qmm.-^tliz. 2- (N- (t->^h4^£/;^;U;i-:^;U) -N- (4-h 
KP + i^y^;!/) ) T$ y yf->>l/-2, 3 -v't Kd'^^V [b] 75>3 2 2 
mg (1. 0 Ommo 1 ) ^^S-fby f-L/>4 m ^c^*^L. Ot:{C?^^LT. h 
ijji^;uy5>0. 5 6ml (4. Ommol). h v'^U^' n^'f K3 0 0 mg 
( 1 . 5 8 mm o 1 ) ^l^^fz^ SfCigJ^-MS-^— M:^^^ LA:^. n p 
A 5 0 m 1 ^iD;tT. tK 5 0 m K «&^0ftJ^7k 5 0 m I -TPiffe^^, :^ o d t^;!/ A 

yI/7^;5A:^ ^ - (y^U^itS!!. A r t. 9 3 8 5. 1 0 g) {rf^L 
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. ^+-9->' :i^leJi^;U= 5 : 1 T'?§tb L. M-ft^^ 4 5 9 m g <£rfefe©ttt*j 

nUG 2- (N- (4 -Tv' K^f->'U) -N- (t -z^ h ^'>i3 JU^H-jl^) ) 
7$yy5^;u-2, 3 --:^h Kn'Oy [b] 

XgF-eiSM^n/c. 2- (N- (t -yh + >'*;l/;KJ^7U) -N- (4- ( 
4 fJVy :r.—-J\/XJ\yy ,f—Jl^^^iyy T'f^-'l/) ) Tiyy^-'l/-2. 3- 
i>h KoK^V [b] 8 4mg (0. 3 9mmo 1 ) ^N, N-i^/f- 

jVTt^jVAT 5 K 1 m 1 tcmi)^L. 7 'Jiti- h U A 1 0 0 m g ( 1 . 5 4 mm o 
1 ) '^m^iZo SCx»[* 4 0 V-^ 4 ^Fa^jti^ L/::^. ^ o d ;fx>»l/A 2 0 m 1 ^fja 
7k2 Om K fi&?n^^7K2 Om 1 Tilfe^^. Dn;J^;l/A^^;f,'7 h-e 

hr^T^- (y7U^^^±SJ, A r t. 9 3 8 5, 1 0 g) L. 'v+if > : @^ 
S?jn.^;l/=2 0 : M^t^tJ 1 2 0 mg«:Mfe®?*5K^<l: LT^/io 

iiX^ 8 9 % 

ifSH 2- (N- (4-T^y7'^;u) -N- (t-y h + '>;^;'i/;f:^>'i/) ) 

TxJ/^)V-2, 3->>t Kd^>V [b] 7^>©'&fi)t 

XgG-T?i3|g|$n/c. 2- (N- (4 -Tv^ Kr^;U) -N- (t--/h^«> 
^>H/;K->'b) ) 7 K J Z-i^h Kn/<>y [b] y-y>l 1 7mg 

(0. 3 4 mmo 1 ) ^;>< :?'y-;U2m nc?§*>Lx 1 0 i^^; 1 

^nt>-r. &.T<Dm.mm i ~ i e 3s^o'2 7 . 28 izt^mt^it-^mcoKjiiKm^' 

tzo iR^ 100% 

##^J2 

2- (N- (2 -7 ^ y -N-O-^JU) 7~y/5^yU-2, 3-i?t 
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KdO"/ [b] yyycD-^^ 

TMA 2- (N-'Ov^.'U) Ti>'y5^-»U-2. 3 - t KuK^V [b] :7 

07g(5. 0 Ommo 1) ^T-feh-hy;H lm^C^*^Lx 
>-:^;l/T5>l. 6 4ml (15. 0 mmo 1 ) ti^S?^ U -t? A2. 0 7g(l 
5. 0 mm o 1 ) ^ilD;tT. S OVUSmmmnLt:.^. l 0 0 m 

1 ^Jn;tT> tK 1 0 0 m K tm^^^yK l O O m l T^Jfe^m. o n;}-,;l/AM^ 
Th^ y hwi PSj«3K^iiLT)K7KL. MET^ISL/co ^^i^ •> 'J :^ y ;l';^7 
^Ai'n-^ h^^^7.f- O/U^'itl^. A r t. 9 3 8 5, 5 0 g) JC^^L> 

3% 

XgB 2- (N-^^v^^W-N- (2 -T^^U-f 5 KJ^^^I/) ) T 5 / ^ ^^1^ 
-2, 3 -y't KD^>y [b] 

>V [b] :7-5:/2. 3 9g(10. Ommo 1 ) €-T-t h U7U2 4m 1 IC 
^*^Lx N- (2 --Tp^i^^l/) i K5. 0 8g(2 0. 0 mm o 1 

) <b^K;f7'J'>A2. 7 6g(2 0. Ommo 1 ) <£riDX.T. SO^T'SI^Pb^^ 
i^L/::^. i^uv Ti-.jUA 10 0ml *Jnx.T. tK 1 0 0 m K iafD:^t&7k 1 0 0 
m 1 -C^^Wt. ifuu ;^;UA@^r* 9 y h W 1 P S ilSm^M LTllJWc L. ^ff 
TSii5SLy;:o ^il^'>'J*'!^>'l';^5A^avh^^57^- JVi;^^ Art 
. 9 3 8 5. 5 0 g) L. : B^S?Jif-;U= 20:1 ©^^^ii-^^ 

dl L. ^mit^«eii 3.08 g*||fe®?44^!i^3<i: LX'^fzo JR^ 7 5 % 

IMC 2- (N- (2 -T s yo^f-;!/) -N-'<:>i?;u) T^yy^;i/-2, 

3-i?b Kn'^y-/ [b] ^^^©^^ 

XgBTf^g^n/c. 2- (N-Oi^^U-N- (2-7:J'yl/^$ KJ^^>'W) 
)Tiyy^;l/-2. 3 -i^h Kn^y/ [b] 7^ :/2. 0 6g(5. 0 0m 
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mo 1 ) ^mt^f-i^> : 9 : l©M^^i^2 0ml {C^*nL. 0 

^Tl 0 0%^7Kh K^i^VO. 29ml (6. 0 0 mm o 1 ) ^iJD^. 
SarBW^LA:^. ^'DCi<^;l/A5 Om 1 <&j!jD^Tx TKSOmK fiSfnt&liTKS 
0 m 1 tf^^m. o D d-wl/ A® ^ 9 y h T > 1 P S LTffii7K L. M 

t. 9 3 8 5, 5 0 g) IC#L. ^'PD;^;UA : p{:S'y-;U:aiT>^-^T7K= 
3 0:1:0. 1 ©S^^fK-^^tiJ L. M^b-&1«5 1 . 1 9 g ^HfeO^ftib^'^ <>: 
LT?#fco iR^ 8 4 % 

#^^13 

2- (N- (3 -T 5 y :/n tVl/) -N-'Oi^v'U) T i y / •y-yU- 2 , 3 -i> 
h Ku'^^y [b] 

X^A 2- (N-^yi^yU-N- = K^^ntVl/) ) T$y> 

^yU-2. 3 -v'h Kd'^:^*/ [b] ^^i'O-^fife 

##<?lJ2®?fmA-eg3S{$tl/i, 2- T i J 3 

-v?h Ku'OV [b]7-5>864mg(3. 6 Ommo 1) <&T-lr h — h V 
^ugml {::^*>L. N- (3 -:;'P^yn y JV^ 5 Kl. 9 4 g (7. 
2 Ommo 1) i^SfTfzU'^Al. 1 1 g (8. 0 0 mm o 1 ) <£-in^T> 8 0 
'X:i;%^Tmn\.ti^. ^'nn*;i/A2 Oml«:jD;iT. 7K2 OmK 
tK 2 0 m 1 Ti5fe^fifcs ^ o n 7^>H/AS«->^9 -y h v > 1 P S«iffi*ii L-Clft7k L 

Art. 9385. 20 g) {dM '\+-9-> : i^SrJ^^;i/= 1 0 : 1 OM-^^ 
JgT-^m ^S^k-&«5 1.47 g^llfeO^At^iigili LT^/io iR^ 9 8 % 

XSB 2- (N- (3 -y ^ yyptr;i/) -n-^>v?;w) T=y^5^;i/-2 

. 3 -i?t Kn'O'/ [b] -75 

) ) y ^f^^U- 2, S-v't Ka^>V [b] 7v>l. 2 8g(3. 0 0 
mmo 1) <£-Jg>ft^ ^ U > : i^'y-;l/=9 : Kom^mmz 0ml {c^*^L. 
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OtTl 0 0 %-a7Kt: K5i^>0. 17ml (3. 6 0 mm o 1 ) ^in;t. MS 
T 2 Bmrnt^Lfi^. ^ □ o;fx;i/A 5 0ml ^Jn^T. tK 5 0 m K fiS*D:^7K 
5 0ml tr^^^. ^' n u ^fx^UAS^^f^ 9 -y h -r > 1 P S iSiffi^ii L. 

r t. 9 3 8 5. 2 0 g) tcf^L, :^nn;J-wl/A : y :^>' : 2gT>^^-T7K 
= 30:1:0. 1 ©ii^^i«T^di U ^S-fb^^ 6 7 8 m g ^ltfe©?6jyti|^3 

2- (N- Ji^T I ) Tiyy^yU-2, 3-i?t 

Kn'^>'-/ [b] ^^^©^fiic 

UmA 2- (N- (4 -'O'/^ryUT* y -N- Ct-ZTh^iyiJJl' 

tK— ;u) ) Tiy^^-/i/-2. S-v'kKn^^V [b] y^XD-^m. 

m^mn^^i:)mm^nfz. 2- w- C4-T^yzr^juy -n- (t-y 
h+->*>>i';f:^;i') ) Tiypf^;t'-2, 3 - v^b Kcf-cr^v [b] 75>i 2 

8mg (0. 4 Ommo 1) <£-^^by5=-U>l. 3mllC^;^>^L^ O^CJC^^^L 
h 'J J^f-Vl/T 5 > 0 . 0 8ml (0. 6 mmo 1) . ^>V^ Jb^ n >J K 0 
. 0 6ml (0. 5mmo 1) ^ta^fto K^m^S: OVi!};^ih^^ iZi^lJ^ mstr 
—M^^mnttz^. a o;Js>>UA 2 0ml ^ijn;tT> h U -J? AtK 

2 0 m K 7X2 0 m 1 > ia^n^Je7K2 0 m 1 Tiffe^^s :^ n n7hy|/AM^7h7 y 
h -r > 1 P S jfiiift«-ii LTflJfeTk MffTSifi L^o Sil^ •> V ^ ^)it) 5 A ^ 
O/P^ttSKs A r t. 9 3 8 5, 1 0 g) lilMU 'v+i^V 
:B^^jif-;U=2 : 1 ©il^^ig-e^tll U Mik^*^ 1 5 1 m g ^USfeCD^i^^ 
'^<i:LT?f^o JR¥8 9% 

xgB 2 - (N- (4 -^^'Z-r^wT i y yf-yi/) ) T i y >-?-;U- 2, 3- 
•:?bKn/>C>V [b] 

±fa^TSAT'Pass!$tl/•c. 2- cn- (4 -^>y-i';i/7iy:?'5^yu) -n- 

(t -■:^h + >':^;l/'K-;l/) ) T^yy^>'U-2, 3 -v^ t Kn'^yy [b] :7 
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•5>15 1ing(0. 3 6mmo 1 ) <£:0°C{c?^^L. h U 7;^;^aB^Bf 1 . 5 

m 1 ^ua^. 0 "c-e 2 ^mmn- l/co KfBm^m.KTmm l> ^jg^no* o ^ic 

i^^ LT^ 12ml ^Sn^T 2 NrraW^ L/Co «f t±i L^@^i|i<£- 

^KL. fi>fiOi^J^^;WJ^— ryp-C'iffeoy;:^. :^ n u^^yl/A 2 0 m L/co 
/#?S£^fi&fnJ^®f7K^:^ h V AtK 2 0 m K 7k 2 0 m K mu±m7k 2 0 m 1 1? 

L> M^k^^ 8 9m g^^n%<Dm^<^t Lxmtzo i^mi Q% 

2- (N- (4 -^>^f>X>'l/;^T i K^^.'U) ) T i J ?i^JU-2. 3- 
i^t Kp'O/ [b] "7^>©^^ 

XSA 2- (N- (4 -'<>-fe->x;U5^T^ K^T'^yl/) -N- (t-yh + '> 
i3 jV7i-:—ji':> ) T5yy^-'i/-2. 3->'tKD^v'/ [b] -75:^®^^ 

i^j^^mm^titz. 2- cn- (4-Tiy^^>'u) -n- ct-y 

i'^'>:/3Jl'^^^JV) ) Ti y 3 - >f h Ko'^>V [b] •77>12 

8mg (0. 4 Ommo 1 ) ^JS-fb^ . 3mltc:}§*^L. OtfCi^^L 

h U j:.^yUT i > 0. 0 8ml (0. 6 mm o 1 ) . 
dU KO. 0 6ml (0. 5mmo 1) ^Ua^tZo KJBm^ OVT—mmmnL 
fz'^^ ^ oo7^;l'A2 0 m 1 ^riJD;iT. mumWt^m-^ h 'J A:^2 0 m 1> tK 
2 Om K mn^m<.2 Om l-egfe^^x ^uu^.ji^M.m^A-^'y 1 PS 

>f- (y;l/^*l:Sei. A r t. 9 3 8 5. 1 0 g) JCf^ ^*-tJ-> : SlFSej:-^^!/ 
= 2:1 ©S^^iKT-^tb L. ^mit^«&l 1 6 7 m g^55fe^fecD?ft!b^«gi 
/;:o W 9 1 % 

TMB 2- (N- (4 -^>-lf>X>/l/:^T$ K^^^^'U) ) T xJ :^ =f-)\y- 2 , 
S-i'tKu^^y [b] 77>CD^fijc 

JtJB?TMA-t?M$tL/::. 2- (N- ( 4 -'O-b'^xyl/^.T ^ K'T'^yl') - 
N- ( t h + ->;!7;l/;}-:j:i;U) ) T i J 2. 3 - t Kn^>V [b 
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]7-5>156mg(0. 3 4mmo 1 ) ^0^{r?^^L. hVyjV:tv3m^l 

. 6 m 1 <Sr3tax.. o'x:x'2^mm.WLfzc Kfii^^MET^mu mm^^nzj^o 

"CCJ^^ LT. 1 2 m 1 ^ija^X 2 ^mmnttzo ^iti Lfzm 

L/co ^rl&fti^ffieTK^:^ h U -t? AtK 2 0 m K 7K 2 0 m K fi&fa:ftJS7K 2 0 
m 1 TiSfe^^. ^ n o 7^;UA^^;f, 9 h v > 1 P S jtiffi^ii LTliJiTk L. ME 

2. 3 - i^t Kp - 2 - (N- (4 - (2 - y ^>H/^>y-ryl/T S / ) 7'^ 
yU) ) T IJ ;>i^J\^^>V [b] 7 5VO^^ 

XSA 2, 3-i?t Ka-2- (N- (4- (2-./^yP^>V^;UTiy) 
T'^yU) -N- (.t-yh^iytlJVTii^JU:) ) T IJ ;f^JV^>V [b] 7 5 > 

icioiaM^n/;. 2- (N- (4-Tiyy^;l/) -N- (t-y 
h + '>;f;;bsK— Jl/) ) T $ y ^ 2 , Ka^>V [b] 6 

Omg (0. 5 Ommo 1 ) ^^g-fb^^U^ 1 . 6ml{^?g*^Lx O'Ctci^^L 
K y Jif^^UT ^ >0. 14ml (1. Ommol). o - h^'Ui^-T n U 
K (m^^k^ttM) 0. 0 8ml (0. 6mmo 1) '^iJQ^tZc RlSffi^O'C-r 
2 ^mf^WLtz^. i> n n ;J;;l/A 2 0 m 1 <£:iP;tT. t&^DiKS^7kfg:^ h U "^7 AtK 
2 0 m 1 ^ tK 2 0 m K fi&fO:^7K 2 0ml •Z?«fe^^. o a ^^l/A^JgrJ^ "7 

p-7 hr^:7>f- (;)<yU^ttMx A r t. 9 3 8 5. 1 0 g) lcfrJ-L> 
: TOjl^7I/= 2 : 1 (DM^mmi^mtiiU ^mit^HilS l 9 2 mg^Mfe©?*^^ 
f^tL-zmzo JR^8 8% 

XSB 2, a-i^t Kn-2- (N- (4- ( 2 ^yl/^^-V-f ;i/T ^ / ) 
zr^jl^y ) 7 J ^=f-)\/^y / [b] 7 5>CD-^filt 
±ie?T§ATfi3SI$n/c. 2. 3--:^tKP-2- (N- (4- (2-y^;b 
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OV-Y/l/T ^ y) Zf^jVi -N- ( t --I^ h + ->7!7yU7K— yl/) ) TSyy^^L' 
[b] 75 >1 9 Omg (0. 4 3mmo 1) ^Ot:{C?^^Lx h 'J^yu 

D D 2 0ml L/::o ^^S^rlSfnj^KTk^:^ h 'J -i? AtK 2 0 m 

K 7K2 Om K «Sfa^i^7K2 0ml T'^5fe^^> p D7f,yl/A®^4-^7 -y V^^y 

!t^«!li LT^y::o JiX^ 9 7 % 

2. 3-i?hKP-2- (N- (4- ( 3 - ^ f-;l/^>y-f yPT i 7 ) r^^^U) 
) Tiyy^yU^^V [b] :7 5>O^J5)t 

XSA 2. 3->?t Ko-2- (N- (4- (S-y^yl/'OV-r^I/T^y) 

-r^iV) -N- (t-:?'h*->*^U'fC— ^u) ) T^yy^yU'O'/ [b] 75 > 

#3t^J l{-«fct)^SISn^. 2- (N- \ J-^^)V> -N- (t-T- 

h^v^^^n/jK^yU) ) T ^ J }i=f-)\^- 2, 3 -yt Kn^>'/ [b] "7 5 > 1 6 
Omg (0. 5 Ommo 1) ^*i>fby^U>l. 6mnc^;6>L> O'Clc^^'f^L 

h U J^f-yPT $ > 0 . 14ml (1. 0 mm o 1 ) ^ m- yl/^' o U 
K C^^^bJiJcttSa) 0. 08ml (0. 6mmol) ^Ua?LtZo S^C^^- 0 t:T' 
2 mfP^ffiit L^^. li' n o A 2 0ml ^ilDA.X. ^&fQ^S^7k3fe:^ h U A7K 
2 OmU 7K2 OmU l&fD^ig7K2 0 m 1 T^fe^^. np<hyI/A^^;^'7 -y 
h -7 > 1 P S aia^ii LTflftTK L. ^^ETg*S L /::o Sit* -> U y 5 A ^ 

hr^^xf- Oyl/^'ttSU. A r t. 9 3 8 5, 1 0 g) {C#L^ 'v+lf > 
: i^S!J:.^>'l'= 2 : 1 ©jg^^jSET^tB L. mMit-^m 1 7 4 m g^?5JE^fe©?4 

XMB 2. 3-i?t Kn-2- (N- (4- C3-y^;P'<>y-f;l/TSy) 
T'^^U) ) 7 I ^ jt^^JV^l^V [b] ^^^O-^gfe 

±i2?T^AT?^S!$tL/i. 2, 3-v^hKci-2- (N- (4- (3-yf-^U^ 
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3 2 

>y'r;i'T5>') zr^f-jX'-) -N- (.x--:r \'^^^tt)\^^-—i\^') ) 7xJ:^=f-)\^^ 

[b] :7^i/l 7 Omg (0. 3 9inmo 1 ) ^OtJfC^^-^L. 
Pi^K 1 . 7ml ^in;ix O ^CT l . 5 i^Pa^S^ L/co SfC?g[^METzi^ L. 
a D ^.>»l/A 2 0 m 1 Lfco ^JSt-^fiSf Pj^SJtK^:^- h U A7K 2 0 

m K tK 2 0 m K fiafn^m7K2 0 m 1 t?^^^. PU;i-syUA^^;J-s7 -y l> V 
LT^i^o ©^100% 

*]«6^J 5 

2. 3 -i^t Kn- 2 - (N- (4 - (4 - y ^-/l/^^V'f ;l/T x jy -f=i- 
)V) ) T i y y f^^l/^^'/ [b] :7-5>CD^B)t 

X^gA 2, 3 -v?h Kn- 2 - (N- (4 - (4 --/^>»l/'^>V-r^bT $ y) 
^^vTU) -N- (t -T?' h + >3f7-'l"i-'— -'^) ) 7 / ^)V^>V [b] 

#3§-«ft|i |Cct»)liS!$n/::^ 2- (N- iA-TlJ^f-)\^) -N- ( t 
h + •>:^>'^'^^--'^) ) r U /f-)\^-2, S-i^tKn'OV [b] 6 
Omg (0. 5 Ommo 1) «-lg^b^^L/>l . 6Inl{c^*^U 0*C{C?^^L 
T. h U J:.f--'UT 5 > 0 . 14 ml (1. OmmoDx p - h-»U:^-1';l'^ a U 
K (mM-fbefethM) 0. 08ml (0. 6mmol) 'klB^tzo RJBm^ 0 1:-?? 
1 . 5 mmmt^ Lfz&t. d P 2 O m l ^Jd^T. l&fDJg^K7kfll:^ h 'J 
A7K20mK7K20mU fiafn^7K2 0 m 1 T?2fe^&. ^ pp;J-x;i/A^^;n 
7.y h-7>l PSffliffi^iitTflft7KU MBET^iteL^o ^j!S^-> U *y>'W/75 
A^^p^ hr57>f- (>>'l/^*tS!!. A r t. 9 3 8 5. 1 0 g) {cf^L. 'n* 
-t>-> : B^KaL^yl/= 2 : 1 CDM^^jg-e^tU U M-fb-^l^al 9 2mg*^feltfe 
©/Asytigai LXmtZo 1R^8 7 % 

JMB 2. 3 -v'b Kp-2- (N- (4- (4-^f-^l'^>V-l'-'UTi y) 

zr^juy ) 7 i y /'J-Jiy^yV [b] tv^o^eK 
±l^^T@AT•^^$n^. 2. 3--:^tKp-2- cn- (4- (4-y^;i/ 
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3 3 

^:yV^}\^7X jy z/i-fV) -N- it--yv^'yf3JV^^-}\y') ) T$yy5^;u 
'OVCbl^^^igOmgCO. 43mmol) ^Ot{C?^-^U h U ^-'W 
:t dS^S? 1 . 9ml ^iD;^. 0 ^iC-e 1 . 5 ^Fal^it L /Co Kf£:^K<S:^ETS*S L 
. ^ii^^pa*>'UA2 0ml ;c^7&^LA:o ^f^^ia^ajKSeTK^:^ h 'J 'i' AtK 2 
0 m K tK 2 0 m K tSfOt^TK 2 0ml TiJfe^^s :^ n d ^^jI^AM"^^^ "7 .y h 

©^ftsK^Si LT?#/Co iR^ 1 0 0 % 

nrnm 6 

2. 3-i^tKo-2 - (N- (4 - (2-y h + '>'<>^/-r>'UT $ / ) 7' 
) T^yyf->'U'OV [b] 3^^>£D^5St 
XgA 2, 3 - v't Ko-2 - (N- (4 - (2 -y h^i/^>V>r;UT 5 y 
) -N- (t h + i/3(7yu;^'j^;i/) ) TIJ /^jv^yV [b] 75 

#^MHCii3^ig$n/;i> 2- (N- (4 -T ^ y T't^/i/) -N- ( t 
h=^^->:^-/U?K^yi/) ) 3 -i?t Ko'^^V [b] 75>1 6 

Omg (0. 5 Ommo 1) ^-Jg-fky 1 . 6mllc^^*^Lx 0°Clw?^^L 
h U Ji^^'UT 5 > 0 . 14ml (1. OmmoDs o -T— V-T n U 
K (K^-fk^^S?) 0. 09ml (0. 6mmol) ^Im^fzo 5rt5«[^ 0 "C-?? 
2 I^PbIS^ ty^i^s ^ u D A 2 0ml ^iD>LT. fi&^D^i?7k5!5:^ h U A7K 
2 0 m K tK 2 0 m K fi&?P:^*a7k 2 0ml l^m^m.^. i^uu *.>UA^<£:*: >7 

h:r-5 7vf - Art. 9385, 10 g) JcftL. 

:i^iEi^>'U=2 : 1 ©S^jgfiSJT-jgai L> ^Mib^«3 2 1 5mg^j^^fe07* 
4^'^<»:LT?i^o it5l^9 4% 

XgB 2, 3-i?h Kn-2- (N- (4- (2-;>< h + ->/^>V'^;UT5 y 
) ) T / [b] ^^yo-^^ 

±i2tTgA-Cf^®!$n^. 2, 3 -•:^t Kd- 2 - (N- (4- (2-^h + 
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3 4 

•>Oy>r>'l'T ^ y ) -f=f-)V) -N- V^'yti)\/if-.—)V) ) TxJ*=f- 

yl/'Oy [b] 7-5>'2 0 Omg (0. 4 4 mm o 1 ) 0 "tJC^^ h 'J "7 
n B^^ 2 . 0ml 0 "^CT 1 . 5 NFfami* L izo K^m.^W&'TW^ 

L. ^it^^ D n..-it;i/A 2 0ml ^C^;{)^Lfco ^^^^ISWi^BtTK^:^ h U AtK 
2 0 m K tK 2 0 m K fiSfD^JSTK 2 0ml TiJfe^^. ^ o D ;^>;U -y 
h V > 1 P S j£St<£rii LTlUiTk L. ^Tgi^ L. mm{t-^m 1 6 4 m g 
■&©?i!|^«l«3<i: \.xnfzo JR^ 1 0 0 % 

^Ste^iJ 7 

2. Kci-2- (N- (4 - (3-y h 4^ v/'O V>f ;l/T $ ^ 

^>'l/) ) y Cb] 7 5>CD^^ 

imA 2, 3 -S^t Ku- 2 - (N- (4 - (3 -jj* h4^i/^>y^;I/T i y 

) T/^/i/) -N- (t — :r h4=-i^:^yi/sf:— ;u) ) t x J [b] 

{Cj:t)ISS!$tl-A:. 2- (N- ( 4 -T 5 y 7-5^^-) -N- ( t 
h + ) T 5 y y ^yl/- 2. 3 t Ko^>V [b] T-5 > 1 6 

Omg (0. 5 Ommo 1 ) ^^g-fty f-U> 1. 6mncj^d>L. 0'C{c?^-f>L 
M; Ji^vl/T i > 0 . 14ml (1. Ommo 1) . m-T— V'T^'I'^'ny 
K (T^l/KU y^ttSii) 0. 0 8ml (0. 6 mm o 1 ) ^iD^^o RJS^S?^ 0 
t-T? 1 . 5 NfPa^jSJ^ L^H^x :^ o a ^.JVL. 2 0ml ^iinx.T. fiafDJ^SeTK^:^ h 
A7K 2 0 m K tK 2 0 m K iafO:&ig7K 2 0ml t?^Sfe^^. ^ o o ;ityUA^ 
«r;J-^9 »y h-7>l P S LTBi7KL. MEETJgitS L/Co S^t^ •> U 3^ y>'V 

^5Ai^D-7 h^-57>f- (y^U^ttSi. Ar t. 9 3 8 5, 1 0 g)JC^^L> 
^^■^y :i^Sei^;U=2 : 1 ©?l^^iB|-e@tB Ls mmit-^'0i\ 9 Omg^j^fe 

n'^commnt lt#^o 8 e % 

XSB 2, 3--:^t Kd-2- (N- (4- (3-y h + v/^Oy-fyPTiy 
) ) T^yy^yV^^V [b] 7^>(D^fijt 

±iefTgA-J?P3^$tl/i. 2, 3--:?tKn-2- (N- (4- (3-y 
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3 5 

•>^>y'f ;i/T $ y) :r^yu) -n- ( t K + ->;^yp;K^;u) ) ny/^ 

^W^>^/ [b] 1 9 Omg (0. 4 2mmo 1 ) ^OlCJC^^-^Lv h U 

ai^g! 1 . 9 m 1 ^IjD^^ OVX l. 5 ^FBlSfli LtZo RCsfS^MET^i^ 
L^ ^^i^: ^ D a 2 0 m I L/;:o ^^et^fiSfOJ^K7X^:^ 
2 0 m K 7K2 Om K fia*DAlg7K2 Om 1 T•^fe^^^ :^ an^^^l/Ag^T^r? -y 

•fecD/ftsK^t LT^/::o W 1 0 0 % 
ISSfe^J 8 

2. 3--:?h Ko-2- (N- (4- (4-y h^i^'OV-f ;UT ^ y ) 7* 
f-;U) ) T i y /^Jl^^>V [b] 7 5>©^fiJt 

XgA 2. 3 -v'h Kn- 2- (N- (4 - (4 -pf h4^S/^>>/^;l.T$ y 
) 7'^;u) -N- (t-:^h + ->*;i/sKj:.;i') ) t \ J yf-)\/^>v [b] 7 5 

##^J1 {rJ:«9^M$n/::> 2- (N- ( 4 -T i y ^^-^/l/) -N- (t-r 
V^'yti)\^-if^—jV) ) Tiyy^>fU-2, 3-i?tKoOV [b] 75 >1 6 
Omg (0. 5 Ommo 1) ^tg<t;>'5^L/>l. 6mllw^*^L. Ot;iC?#^L 
K yif-^PTi >0. 14ml (1. Ommo 1) x p -T— V-f;!/^ u U 
K (T;1/K'J -y^ttiS!) 102mg(0. 6mmol) ^tD^tZo SlC^g^^-Ot 
T 2 l^^itf^ Llfe^v o o 2 0ml ^Jnx.T> fiaf^^S^7k^R:^ h V ^ 

7K20mK7k2pmK iafD:^^7K 2 0ml Tiffe^^, ^ d o*;UAg^7^ 7 

^p-r hr57^ - (y^U^ttSIx A r t. 9 3 8 5. 1 0 g) Idf^L. 's+-t^ 

> : i^geif^yi/= 1 : 1 (om-^mm-c^tii u ^it^m 203 m g^j^s^nfe® 

fftJK«5<i:LT?i/io JR^8 9% 

MB 2. 3-v^t Kn- 2- (N- (4- (4-y h^v/^>'/-r;l/TS y 
) y-^yU) ) T^y^f^yl/'^^V [b] 7 5>CD-^fi!c 

±i5?T^AT||SS$ny::s 2, 3-v?hKn-2- (N- (4- (4-y h^-/ 
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3 6 

ov^-i-yi/T ^ y) -:f^)V) -N- (.\--fY^'yh)\^^^—)V) ) T^y^^-'u 
[b]7^>190mg(0. 4 2mmo 1 ) ^Ot:{C?^^U h U 

. ^ D n A 2 0 m 1 L ^#St*l&fDj^S?7K^:^ h 'J AtK 2 

0 m K 7K 2 0 m K fiS^P^*^ 2 0ml "e^Jfe^^. ^uu 9 -y h 

©?*<*i^<i: \.-znfz.^ IX^ 1 0 0 % 

2. 3-i^tKn-2- (N- (4- ( 2 - 7 n a; ^ ;i,t c y ) -^^ 
^>'U) ) T :^^J\^^>V [b] :7 5>0^^ 

XgA 2, 3 ->»h Kd- 2 - (N- (4 - (2 -■7^l/;i-n^>V-f ;l/T ^ y 
) y^^-^i/) -N- ( t — T'h^^i^^yi'jf:— yw) ) T5yy^;P^>'/ [b] 75 

#%^J 1 (Cj;«?PIM$n^. 2- (N- iA-T IJ^^JV) -N- ( t 
h + ->*>'l/:h:^^P) ) T ^^)V-2, [b] •75>'l 6 

Omg (0. 5 Ommo 1> ^li-fty^PVl. 6Inl{c^*^U Ot:{C?#-^L 
T> h >; if-yPT 5 > 0 . 14ml (1. OmmoDx o -:7;l/;rci'>;> V-T 
;l/^a»J K (^^^b^itM) 0. 0 7ml (0. 6mmo 1) ^1ia?LiZo KfBm 
* 0 "CT? 1 . 5 mrSik^Lti'lk. o o 2 0 m 1 <£:iO;tT^ mu^nStT^m 
i-hVK7 AtK 2 0 m U tK 2 0 m K l&fn^J^TK 2 0ml X'ik^'^. ^ n d ;}-.;U 

0 ms'^r^n'&<Dm^!mt lt#/co 9 5 % 

X^B 2, 3-v^t Kn-2- (N- (4- (2-7;U;i-p^>V-r;PT$y 
) ":/^>'P) ) T5yyf-;K>'/ [b] 75 >o^^ 

±fB?TgA-C=i@lS!$tL/::s 2, 3 - v'h Kn- 2 - (N- (4 - (2-7.>U3r 
n'^i/y-l'yl/T 5 y) -Tf^^U) -N- Ct h^->t) JV^>—J\^) ) T$yy^ 
yl.'Oy [b] 75>2 0 Omg (0. 4 5 mm o 1 ) ^ 0 tlC^^^L. hV7 
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3 7 

mm^ n D 2 0ml {c^*^ Lfco mm^t^^mwt^^-t h u -t? 2 o 

m K tK 2 0 m U ^fn:&Je7K 2 0ml X'Hm'^. ^av ;h;l/A^^*;'7 h v 
>1 PSMifc^iiL-CIKiTKL. MET^i^L. ^M^t^JBDl 5 Omg^^HfeO 
mmut LXmzo i|X^9 7 % 

^Jfe^J 1 0 

2. 3 - v't Ka- 2 - (N- (4 - (.3 -y A^:tx3^>V^ Jl^T 
) T [b] 
X@A 2, 3 - v»t Ka- 2 - (N- (4 - (3 -^^b^t-D'OV-r^UT i y 
) -N- ix-zfV^'yiJ)^^^=-i\^^ ) T / i-JV^-iyV [b] 7^ 

{Cctoiasi^ti^. 2- (N- (4-T^y:^^->i') -N- (t-:r 
h4^->:^;l/^:— ;w) ) Tiyy^>u-2, 3-i?hKpOV [b] ^^^l 6 
Omg (0. 5 Ommo 1 ) ^J^^Ly 1 . 6mi{C^*-U OtSC^^L 
T> hUi^yUTSVO. 14ml (1. Ommo 1) . m-'7-/l/;i-a'<:>V-r 
Jl'^tx^) V mmtm^^m O. 07ml CO. Smmol) ^jDX.fco RlE^g 
^ 0 1:-^ 2 ^f^m^Lfz^. ^ o n *;;UA 2 0ml ^ija^X. t&fD^KTK^:^ h 
'J';7A7K2 0mU7K2 0mK fi&*P^*g7K2 OmlTi5fe^^. ^'no^t.^UAji 

9 h -7 > 1 P S atiia«-ii LTIKtK L> MffTaiHI L^io ^iii^ •> U y 
y7^A^uv h^^^7>f- (yyU^aSK. A r t. 9 3 8 5, 1 0 g) ICftL. 
's^-y-V : ftm:^f-)^= 2 : 1 O^l^^iKT^ai M-fb^lSil 2 0 9 mg^rfife 
HfeOtt^yf^^i LXntZo JR^ 9 4 % 

XSB 2, 3 -i^h Kci- 2 - (N- (4 - (3 -7;l/;J-D/^>V^;i/T^ y 
) y^-'l/) ) riJ:^^J\^^yV [b] •7 5i^<D^^ 

±iaff^A-eis^$n^. 2. 3->?tKu-2- (n- (4- (s-^yi/^i- 
o^yV'TyuT^y) •T'^^^i') -N- (t -y h^^v/^yi/sK^yu) ) tij 
7U^>y [b] :7-5> 1 9 Omg (0. 4 3mmo 1) ^O^CIwJ^^L. 
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3 8 

mm=^ rJ' D u ^WU A 2 0 m 1 Izm^LfZo ^m'Sr^^mMykmi- h U AtK 2 0 
m K 7k 2 0 m K l&fD:ft^7X 2 0ml T'iJfe^M. ^ n d ;^;UA®;&,+ 9 y h v 

trmtzo iR^ 1 0 0 % 
HJIII^Jl 1 

2, 3-v'tKu-2- (N- (4- (4 -■7 7l';^-a^> y'-fyPT ^ y) y 

^Ji^:> ) T^yy^yu-s^-v [b] y^ycD-^m. 

XSA 2. 3-i?b Kp-2- (N- (4- (4-7;l/:*-D/<>V'>l';PTiy 
) y^JU) -N- (t~3^h4^i/;^7;U;Kji^i/) ) T^y^^^yWOV [bj 

##^1 {CiOM^n/::. 2- (N- C4-Ti yy^juy -N- (t-^ 

H + '>7^7>>i/fe;i/) ) T* f^^i/- 2. 3 -v't Kn^>v^ [b] ^^^le 

Omg (0. 5 Ommo 1) ^ig-fty 1 . 6 m 1 L> OViZ}%^L 

h J^-9^/l/T $ > 0 . 14ml (1. Ommol). n -y jl7tv3^>V^ 
Jl'i^viV K (mM^kfife*tSS!) 0. 07ml (0. emmol) ^mA.fZo I^JBm. 

^ 0 "c-e 2 mmmn-Lfz^. o p ^fx^uA 2 o m i «rjnx.T. tmrnmy^mrt h 

U'i'A7K2 Om K 7k2 OmK ma^^2 0 m I iPuu^.jVJ^M 
9 .y h -7 > 1 p saiffi^ii LTllftTk L. MEETjUiBS L/::o Slil^i/ ij YjV 
:^5A^nv h^^7-f- (y;U^ttS?. Ar t. 9 3 8 5. 1 0 g) {zfrfL. 
^^^>:mm^^)\^=2 : lOjl^^jg^-^^lllL. ^S^t^^l 8 7mg^^ 

^^(otmmtLxntzo JR^8 4% 

XgB 2. S-v^t Ko-2 - (N- (4 - (4 -7;U;i-D'«<>y^;UT$ y 

) ) /y^7W'>;>-/ [b] y^xD-^iSi 

±^ViUh-(:mm.-^ntz. 2. 3->?tKo-2- (N- (4- iA-yjVit 
x3^yV^ )VT^J^ zr^JV) -N- ii~yv^i^i,)V^.sLfV) ) TIJ 
vl/^V'/ [b]7-5>180mg(0. 4 Immo 1) CCIC^^-^L. hU7 
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3 9 

-'i^* D 1 . 8ml =^ija^. 0 w 2 ^mim L fzo s,mm.^ms.T'^m u 
mm^ ^ n n Ti-.juA 2 0ml {w^*> tfzo im.'Srmammkm^ h «; atk 2 o 

m K 7k 2 0 m K l&?D:&:^7K 2 0ml T^ffe^^s ^J' u d*;I/A®^;^'7 h v 
>1 PSit^^iiLTflJbKLs MffT^g^U M^t^igJ l 3 6mg*^ltfecD 
tt^^igJi LT?i/Co W 9 7 % 

^Jfe««J 1 2 

2. 3->'tKa-2- (N- (4- ( 2 - h 'J 7/U;*-D y f^^U'O V^7L/ 

Tsy) -r^;!/) ) T I ^ M^j\y^>V [b] ^^ycD-^isS: 

XSA 2. 3-i^bKn-2- (N- (4- (.2 - h V y Jl^ytu :;t f-JU^>V 
-OVTxJ) •:f=S-)V) -N- (t--/h + >'*;l/*'— yl/) ) T x J ^^JV'^^V 
[b] 7-5>cD^^ 

#%<5I11 t^J:*)i3ffi!$ti/;:. 2- (N- (4-T5yr^7l/) -N- (t-^ 
Y^=yi}J\y7f.^)V> ) y X^^yl/- 2, 3 -v'h Ka'^;>V [b] 75>16 
Omg (0. 5 Ommo 1) ^Jtg'fb^^U^'l. 6ml{c^*>L. O^IC/^^L 
T. h U Ji^;PT 5 :^ 0 . 14ml (1. Ommol). o - V^)7 JViirxi :A=f- 
JU^yV^JV^W K CmmfiJtttSSJ) 0. 0 9ml (0. 6mmo 1) <&jta^ 
Rmm'S: 0 2 NfKffi# L;fem^ ^ n d a 2 0 m 1 ^inx-T, IfefD^ 
S^7K^fe:^ h U "i? AtK 2 O m K tK 2 O m U l&^D:^ie7k 2 0ml 7?^*^^. ^ o 
o;i^;^A^^•;^'7.y h^>l P S ffiSt^ii LTlSiTK U MJETS*SL^o ^j!S^ 
v/U:!^7yjU:^-5A^av h^^v7>f - (>;l'^^ttlK> A r t. 9 3 8 5. lOg 

) Jc#L> 's+iJ-^' : g^s?i^^i/= 1 : 1 ©)i^^ii-e^$tb u mmit^m2 1 

3 m g^^3|-fe©7ftJ|^fK3<J: Lr?i^o J|X^ 8 7 % 

X@B 2, Ko- 2- (N- (4- (2- h'j7yl/;i-uy 

-f/l'T^y) ) T \ J ^'i-)\^^yV [b] 7^>©-^J5fc 

±i5ffeAT'^S!$n^s 2, Ko-2- (N- (4 - (2- h 'J^ 

yi/5rDp<f-;u^>y>r;i/T i y) y^^vi/) -n- i\.—-:fY^i/ti)\/-if.—)\,) ) 

rtj^t'J-JV^yV [b]'75>2 10mg(0. 43mmol) ^O'CJC?^^ 
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4 0 

Tmmt. mm^i^ d D;i-wuA 2 o m i ic^*>l/co mm^^^mmi^i^i- h u 

'i7A7K20mU7K20mK ISIQ^tK 2 0ml T^Sfej^^. :^ u d t^jH.M'^ 
7^ 9 -y h -7 > 1 P S iSiffi^ii LTflJi7K iilETSM L. ^S^k^^ 1 6 6 m g 

'S^im^&.omvt'^t Lxmtio 9 9 % 

I^Jfe^aj 1 3 

2, 3-v^hKo-2- (N- (4- ( 3 - h U 7;U:i-n >f f-;l/K>*/-r 
T i y ) ) T i y y V [b] 37 ^ >cz)^^ 

X^A 2, 3 -£^h Ko- 2 - (N- (4 - (3 - h 'J 7;l';j-oy^/l'^>V 
-iJlTiJ} -ff-)V) -N- (t -:^h + >';f7;l/sh:— >'P) ) T IJ /^J\/^>V 

[b] 7 5>©-&fi£ 

fcJ:^)ll|$^$tL/i. 2- (N- (4-Tiy:/^yu) -N- (t-r- 

h+i/7!7;u;f:^;b) ) y y^^yu- 2, 3--:^t Kd'^^V [b] 6 
Omg (0. 5 Ommo 1) ^m<by 1 . 6inllC^*-U 0'CIC?^-«>L 
Ts h U J^f'-'l'T ^ > 0 . 14ml (1. 0 mm o 1 ) . m- h V ■7^l/;*-ay f- 
yl/'O'/^r/U^uU K C^m-fbfifettSa) 0. O 9ml (0. 6mmo 1) *in;t 
fZo SfC/S^- 0 •CT? 2 nf^W^\.ti^. :^ n n ;^;^A 2 0 m 1 ^tn;?.T. ^fOj^ 
K7K^:^ hyC7A7K20mU7K20mK fiafDM7K2 0 m 1 ■Z?^}fe^^^ u 

•>';;!7y;U7^75A^Dv hr57>r- (y;l/i5'1±S3. A r t. 9 3 8 5. lOg 

) {c#L. 'v^-y-:/ :B^gei^yu=2 : 1 oii^^is-e^m L. mmit^m2 o 

5 m g ^«J^^fe©?*^*ie!I<!: LT#/::o iR^ 8 3 % 

XilB 2. 3 -i?h Kd- 2 - (N- (4 - (3 - h U ^yl/;*- 
1'>'UT$y) y^^-ZP) ) T 5 y > ^^U'O'*/ [b] 7^>CD-g-J5Jt 

±IS?T@AT'^SI$tL/::. 2, 3-v'tKP-2-(N-(4-(3-KU7 
;U:i-py ^/P^^V'TyPT i y) -N- (t -:/h^>';5;;l/;f:j:.;U) ) 

T^yy^^l/'OV [b] ^^^l 9 8mg (0. 4 Ommo 1) ^O'CJC?^^ 



wo 94/15930 
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4 I 

ym^u sii^^oD.i-.;wA2 0ml iz^ib^Ltzo mm.^mimm7km± h u 

AtK 2 0 m K tK 2 0 m K ^^-^^tK 2 0ml Tgfe^^. :^ d a AM^- 
;^ "7 .y h v > 1 P SiSaE^ii LTffifcTk L, MffT^gJS L, ^mit^<\Sll l 5 8 m g 
^^n^coi^mot L-C^fzo JR$ 1 0 0 % 

^mm 1 4 

2. 3-i?tKn-2- (N- (4- ( 4 - h U :7.»b:;J-o ;>f ;U 

T^y) :/f-/u> ) T$yy^;K>v [b] 7 5>cd^j55c 

XigA 2. 3 -v^t Kn- 2 - (N- (4 - (4 - h U ^yl/^J-D^^^yU-^^V 
-r>'UTiy) -N- (t-yh^-> 71/) ) T5y>^/K>v 

[b] :7v>o^fiJt 

#%«?iJllcJ:«5iaiS!$n/r. 2- (N- (4-7- -N- (t-T' 
Y^'ytiJV^^^jV) ) J ;^^J\^-2, 3 -v>t Ko'OV' [b] 6 
Omg (0. 5 Ommo 1) ^it-fbj'^v^l. 6mi{c^;i)>L. O'CirT^-^L 
T. H y Ji^;i/T ^ >0. 14ml (1. OmmoDs p - h U :7/l/;*-a> 5^ 
^U/OV-r ^l/^' n y K CmM^bfiXitil!) O. 09ml (0. 6mmol) =^1ja^ 
fzo 5tf5?St* 0 "C-e 2 iNfSai* L/::^. t3 a A 2 0ml ^1mz.X. 
K7Kt^:^ h U AtK 2 0 m K tK 2 0 m K ISfP^^Tk 2 0 m 1 TJ^Ife^^. i7 a 

v'U ^yyl/^vA^'n^ hr^7^- /I/^'ttSS!> A r t. 9 3 8 5, lOg 
) ic-ftLs 's^^-tJ-^ : ™^^;U=2 : 1 ©jgA^iaj-^^di U &mit^m2 0 
5mg*^llfe©tt4^i^<hLrii^o JR^8 3% 

X^B 2, 3 - v't Kd- 2 - (N- (4 - (4 - h y 7;i/5j-ay ^;l/^>V 
-f/UT^y) ) ^ /^)\^^>V [b] 

±I^^feA•??iS^$n/::. 2. 3->'tKn-2- (N- (4- (4-hy>' 
;l/;i-uy ^^U^V'/'T-'l/Ti y) T'f^-'U) -N- (t-^:/h4^i/^>>U^:^Vl/) ) 
[b]-7^>200mg(0. 4 Immo 1) ^OXKl^'P 
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4 2 

h 'J Jiy^ ai^ffir 2 . 0 m 1 ^IjdA.. 0 tT- 2 ^mm.W L fCo SjC^S^^ME 
T^filL> ^m=S:i^ uuML. 2 0ml {C^^nL/Co ^f^^tS^Pj^ie?^^:^ h 'J 
'^A7K20mK7K20mK ISIDAJ^tK 2 0ml X-St^'i^. ^ p o ^ 
;^ 9 -v h ^ > 1 P S ffiiffi^&ii LX^Tk U MET^SI Lx M^b-^iB3 1 5 4 m g 

^Win^(Dmi^t Lxmtzo jr^ 9 e % 
Hite^j 1 5 

2, 3->'hKD-2- (N- (4- {^--bvi^yV-fJUr i J) Zf'f- 
yU) ) T iJ y^JVO^/ [b] 7^>CD-^^ 

X^A 2, 3 -v^t Ku- 2 - (N- (4 - (3 hoA;>y^';UT ^ y) 
yf^yU) -N- ( t h^->7!7yl/;H::i;l/) ) T i y > ^71/^^/ V [b] 75 > 

icj;«3lia2$ny::. 2- (N- ( 4 - T i y ^f^yl/) -N- (t-:/ 
h + ->:<;;l/7t-:^yl/) ) 7 $ y y f^/U- 2. 3 - t Ko'OV [b] 7^:^16 
Omg (0. 5 Ommo 1) ^Jg|by5^U> 1. 6mllc^*^U 0*1C{C?^^L 
Ts h 'J if^yl/T i > 0 . 14ml (1. 0 mm o 1 ) x m-— h o^OV^r vl' 
rJ'D'J K (^:^'(bJ5JttfcS!) lllmgCO. 6mmol) ^m^tZo K^m^ 0 

XX' 2 mmm.nLfz^. ^^uu ^.jvu 2 o m i ^so;tT, fiawiKKTK^T^- 1- u 

AtK 2 0 m K tK 2 0 m K t&fn^ltTK 2 0ml Tf^fei^^s ^ n u 7^;U A©^;^ 
Aj^ovhr^^^- (y;l/^ttS!i. Ar t. 9 3 8 5, 1 0 g) {c#L, 'x^ 

-y- :/ : wn3^^fv= 2 : 1 (om^mmxm^ l. M^b^«^ 200 m g<&}§feiife 
(om^mt Lxmtz. jr^ a 5 % 

XSB 2, 3-i^t Ko-2- (N- (4- (3-^l>o'<>y-1';bT5 y) 

y^^.*!/) ) T^yy^/i/'O'/ [b] ^^^o^^ 

±ie?TSATIISa$nfc, 2, 3-v^hKn-2- (N- (4- 

J\yT IJ) -N- it-ZfV^'yti)V^^—JV) ) TIJ /'f-JV 

[b] 75>2 0 Omg (0. 4 3mmo 1 ) ^S-CCJCj^^Lx h'J7;U 



wo M/15M0 
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4 3 

^vWfWt 2 . 0ml ^ija^. ^mUW Lfzo SfS#S[^METSiPi L. B. 

m^S: ^ n P ThJUJ^ 2 0ml izmib^LtZo mi&'S:mumSkyk^i- h U 'J' AtK 2 0 m 
K 7K2 Om K lgfD:^JS7k2 0ml T^^^. D n;}-,;UAa^*'7 -y 
1 PSiiiit<&iiLTJ»L. MJEET^giSIL. mmit^mi 4 lmg^^?feO@(*: 

<!: LX'^tZo JR^ 9 0 % 

1 6 

2, 3-i^hKo-2- (N- (4- (.3-i^T>f^>V^Jl'Ti>f) f=S- 
)V) ) T \J [b] 75 

XgA 2, Kcr-2- (N- (4- (3-'>Ty^>V^-f;l/Tiy) 

-N- (t-:/^*•>*^^;^*->»^) ) t= y y ^yi/'^^v [b] ^-^^ 

#%^J1 lC^<9^S!J$n/c. 2- (N- (4 -Ti yy^yl/) -N- ( t 
h^:^^>'W;fC— yU) ) yy^;P-2. 3-v?b KoO-/ [b] 6 
Omg (0. 5 Ommo 1) ^ig^kj/^l^yi. 6mni^*NL^ O^CIC^^^L 
Tx h 'J J^^-fPT 5 > 0 . 14ml (1. 0 mmo 1 ) s m-->Ty^>'y-r;P 
^oU K (T^WKU -yf-itiS!) 99mg(0. 6mmol) ^iiaPLfZo RJtxfSE^ 
0 t-C 2 ^fe^Si^^ L^r^, P D ;^;l/A 2 0ml ^iDX.T. fifef^;Kgf7>CSil:^ h U 
•5^7X2 OmK 7K2 OmK fi&^Q^Je7K2 0 m 1 T'^lfe^^^ n D;f.;i/A^^ 

■^Ai'DT h^^5 7>f- (y;l/^'*t|S!, A r t. 9 3 8 5, 1 0 g) {Cf^i•L. 
> : mnx-'f-)\^= 2 : 1 ©M-^SliT^tb L. ^ffi'fb^'Bg 1 9 9 mg^«fe^ 

n^B 2, 3 -v^h Kn- 2 - (N- (4 - (3 -i/Ty^yy-fyUT i y) 
•/^^b) ) T / 'J-}\^^yV [b] ^^VO-^fifc 

±ieiTgA-e^lK$n/;:. 2, 3->'tKn-2- (N- (4- (3-->Ty 
^>y>r;l/Ti>') r^;U) -N- Ct h + i/7>7;P;H::^>'P) ) TlJ/f-}V 
[b] 75 > 1 9 Omg (0. 4 2mmo 1) ^0'CJC?^^U hU-7;l/ 
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4 4 

^amm2. 0 m 1 ^Snx.. 0 "CT' 2 i^PB^itf^ L/;:o SJS?g£<£-MjETJgHI L. ^ 
^ D o 7}-.;uA 2 0ml Ly::o mm^mumm7i<,m-^ hV^l<7k2 Om 
K 7K2 Om K mQ±^7^2 0ml m^^s nDH-wUAS^;i-.9 y h-7> 
1 PSffilft^aLrilftTKU ^ET^iSSL, M^L^'^l 5 3 m g *j§feltfecD?4 

^mtLxmtzo 0 0% 
Hife^l 1 7 

(+) - 2, 3 -v? t Kn- 2 - (N- (4 - ('^>'/^;UT i V ) ^^>'U 
) ) T i J ;f^J\^^>V Cb] 7 -7 > • ^lelg®^^ 

m&mir''i^h>tifz. 2- (N- (4- (^y/>r>'i/T^ y) ) 

y /f-jU^>V [b] 77^4 4. 2 g (1 3 6mmo 1 ) :^y->'l'9 1 0 
ml{c^*^L. (R) - (-) -N- (3. S-v'-hP'OV-l'yU) 

cmM'IbfiltttS!) 47. lg(136mmol) ^SD;t^o S 

mm'^/^y-^i^X'-mnm^itLtzo m^h>tit:m^2 2. 2g^o. s^^^o 

7K®^'^b!^ h U M^iK^m. 7 O m l L. u D 10 0ml -C— Mtil 

L/^o ^'oo*;UA®*7kl 0 OmK lfefD6*&7k 1 0 0 m 1 "e^fe^^, ?h"7.y 
h ^ :^ 1 P S iS^^rii LTIJfcTK «EET«*i L fzo 2 . 7 ^^cDigg? y 

. ^®^b^ 10. 9 g^Sfeilggi LT#^o 

^^iffiK 9 8. 0% ee ii^m.mm^m^^J\^-^J\yOD^ iJ'^M.^m 
0. 46X25cm. ^tfi^ffiE 'v^-tJ-^ : i^y-;U=9 0:10(0. 1 
%y^}J^^JVTl>'^m^.^tiii&m 0. 6 m 1 /^^-x :^m&g 2 7 0 nm 
) 

[a] D 5 8.4 (c = 0. 5 > ^/-^U) 
Hife^^Jl 8 

(-) -2. 3-v^tKn-2- (N- (4- C^>V^/\^TIJ:) Zf^jl^ 
) 7XJ :^f-)V) ^V^/ [b] 7 7 > • J^ffifJgCD^fijt 
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4 5 

0M^©7KK^h:^^»J'^A7k^^Sel 2 0ml {c^*^L. ^'najhyi/Al 00ml 
X'lL^tiHiiLtZo if uu7t.)\/Um^^ tK 1 0 0 m K fmiiW^ii^ 10 0ml TllSt 

fe©?4!bt«!I^y ^y-^H . 0 4 nC}^*NLx (S) - (+) -N- (3, 5- 
i?—\-u^:/-/y()\/') -a-7i— -yU^^i; •>> (Tyl/KU yf-^) 3 5. 6 
g (1 0 3mmo 1) ^iB^iZo SfSJ^^^ST 5 ^F^Sfe® L^^. ^W^HiL^fS 

n/ci^S2 2. 5g*0. 5^©7K®e^k:^^U'^^A7K^§^^7 0ml{:l^*^L. 
^ o a *;;l/A 10 0ml TZlgfiifilll L^o ^ n D;^>/UAJi^7X 1 0 0 m 1 . 

10 0ml Ttt^^, .y h v> 1 p Sjfiffe^iiLTffitoKLs ^ET;^ 

*iL;^o ^^€-2. om^©Jes^^r^>'-;^^^ge{c^*^u mjets^Lx #fttj 

3t^««B;g 9 8. 0?g ee (^AcKWMitSg+v^Hr^UOD. 

0. 46X25cm. ^ttl^iK ^^"t^^ : ai^y-;U= 9 0:10(0. 1 
% h U i^y^T 5 X ^tbiSeC 0 . 6ml /"jt^ mmi^ 2 7 O n m 

) 

[a] D -6 1. 6 (c = 0. 5 ^9J'-)V) 

1 9 

2- (N- )\^7 X J 3.=i-)V) ) T$yy5^>»u-2. S-i^h 

Ko/<>y [b] :7^>©^fi!c 

XSA 2- (N- (2 -^^Vl'-'PT ^ /i^yl/) -N-'Ov'yl^) 7XJ ^ 
^yU-2. 3 -i?h Ka'Oy [b] ^v^O-^fiK 

##f«J2{cJ;»9PI®!$n/t> 2- (N- il-Tx J 3-=i-)V) -N-'Oi^yU 
) T e y 2 . 3 -v't KnOV [b] 75 > 1 4 1 mg (0. 50m 

mo n ^tg'(b>^U>2. 0ml^C^*^Lx Ot:{w?^^Lr. hUJ^^yUT^ 
>0. 14ml (1. 0 0 mmo 1 ) ^ 'O'/'fyl/^ n U KO. 0 7ml (0. 



wo 94/15930 
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4 6 

6mmo 1) ^ta^tzo OVX' 2\^mm.WLtzW:. ^ua7hJlJ^2 Om 

1 ^*a^T. mmmWt7^M-f- h "t? O m K 7K2 O m K igfD^Je7K2 0 
m 1 T25fe^^. ^aart. yl/Ag^;i-> 9 <y h ^ > 1 P S at^^ii LTSJiTK Lx Mff 
T?iiitLfCo ^^i^i^U^y-'l'^^A^^DV (>;U^'1±SS!, Ar t 

. 9 3 8 5. 1 0 g) iCf^L, : SySfJ^5^^U= 2 : 1 ©M^^JK-e^Hl 

L. Mit^m 1 9 0 m g*^llfe©?4*t4«5<!: fcmzo iR^ 9 8 % 

?TgB 2 - (N- (2 -^>y-f ^I/T i y J^^-'l/) ) T i 7 y ^^'U- 2, 3- 
i^h Ka^vy [bj :7-5>©-^fiit 
XgA!Cj;»3^^$n3t. 2- (N- C2 JlT ^ y J^^Jl) -N- 

^^v^yu) T i y y ^vi/- 2, 3 -v't KD<:^y [b] y-y^iiQme (o 
. 4 6mmo 1 ) ^Jfe^by^^:^2. OmHc^d^L. OtJlc^^^LT. iJJl^^^ 
^i/V^V^PU K©h>'l'^>^^St (*35£^bfi£*tSl!) 0. 82ml (1. 38m 
m o 1 ) ^lJaA.tzo KfBm^ 4 0 'CT 6 mNim.WLfzm.. 9xiu ;J-wUA 2 0ml 
^rSn^Ts fiafaK^7Kf^■^ h U AtK 2 O m K tK 2 0 m K IS^Dt^^^TK 2 0m 

l-e«fe#^> i'nn7^>»l/A^^*!9.y hWl PSiSJBtJ&iiLTiUfcTKL. 
illiL/co S|jS*'>y ?^^VU:^^A^n-7 K^v^-f- (y>'U^1±S3s Art. 

9 3 8 5. 1 0 g) {C#L. 's^-y-^' : i^Sei^-'l/= 2 : 1 O^l^^jK-^^til L 
. 2- (N- )\/7x J s.'i-jV) -N-:*yl/5i?^:/y+i/) TJ/ 

2, 3 -v't Kn^>V [b] 1 8 3mg^?ifco COo*. 1 8 

Omg (0. 4 2mmo 1) ^i^gfO. 5ml{cS*>L. T^V->>l/0. 0 5m 

1 *jD;i. 0 tUCf^^ L> 3 0 %%\\.i^^im.oymmW. 0 . 9 2ml ^^JDX./Co 
1 l^raSit L/;:^> oi— r>'U2 0 m 1 ^J!in;tT. tff tfl L/;:etit^ 
jSSi L. D n*yUA 2 0ml L. fi&^D^B^7k^:^ h U 'i' AtK 2 0 m K 

7K2 OmK fiafa^lg7K2 Oml-e^}fe^^s n a ;J;yl/A@^-*'7 »y hv:/! P 

SiSiia^iiLriljfcTKU ^ET^iffiLT> m&Kc^mi 2 9mg^Mfe®?45yt'^ 

(b LT^i^o iR^ 9 5 % 



lltfet?ij 2 0 
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4 7 

2- (N- (2- (3-y^>»l/'^yV'r;UT5y) JC^yU) ) T\J :^'f-i^ 
-2, 3 -i^t Ka^VV'' [b] 

X^A 2- (N-^>>'>'l'-N- (2- (3 ^yU'^>yi';U7 i y ) 
)V) ) Tiy>^yl'-2. S-v't Ku^>y [b] 

#3|:^J2{lJ:OI§^$nyr. 2- (N- il-7 X J -N-^>':^;U 
) T ^ y y ^yU- 2. 3 - v't KnA^^"/ [b]:7-5>141mg(0. SOm 
mo 1) ^^'fk;^^U'>2. Omllw^^^Ls Otltc^^^LTs h'Ji5^yUT = 
>0. 14ml (1. 0 Ommo 1) s m-h-'U;r'f>'I/:^DU KO. 0 7 9ml 

(0. 6 0mm o 1) ^tXTLfz^ RfSfa?^- 0 "C-e 2 ^Pe^ffi^^ LA:^. ^'aa^^;^ 
A 2 0 m 1 ^]ta;iT. mmm^-i- hUOA7K20mK7K20ml> ^fO^ 
i^TK 2 0ml -e^^^s :^ n a "7 h V > 1 P S it^^ii LTIKtK 

sArt. 9 3 8 5, 1 0 g) J-^t 'V^lti/ : TOi^vl/= 1 0 : 1 Ojg^ 
^MET^ai ^mW.'^m l 9 5 mg«:^llfe©?*t^«5<!: LT?i/::o itX^ 9 7 % 

ff^B 2- (N- (2- (3-y^;l/^>y'r>'l'T^ >) J:^;!/) ) T ^ ^ ^ 
^>»U-2. 3->^bKn'^>'V [b] :7-5>©-&)5jt 
XigA{Cj:?3^^$ny;:> 2- (N- (2- ( 3 ^-'U'^ VV^^;UT S y) 
-N-'^^'v';!') T^>'yf-;U-2, 3-v?tKP'<V*/ [b] 77 > 
19 5mg(0. 4 9mmo 1 ) *t&^b->'f-U>'2. Oml^r^§^*^L> CCJC?^ 
^ LT. :^ V+ •> ^ n U KO h (^i^-ftfifttt^) 0 . 8 7m 

1 (1. 4 6mmo 1 ) *iJDX./::o RlEJ8i^4 CCTe^P^JRl^Ly::^. ^^no 
^>;WA 2 0ml ^JJD;tT> h 'J AtK 20mU7k20mKl& 

fa^igTk 2 0ml Tj5fe^^> cr n »f.;l/A^J&;h 9 «y h "7 > 1 P S»5rii LT 
IJiTKL. ^T^ISL^o ^^g^-i/UT^jy^l/^vA^dV 
^tSS!^Art. 9 3 8 5. 1 0 g) {Cf^ U '^^^•y-^ : B^B?JC^;i/= 5 : 1 ©?1 
2- (N- (2- (3-y ^;U'<>y^;l/Ti y) s^'f-JV) - 
N-:^ T5y;^^>'l'-2. 3->'tKP'<>V [b] 37v>l 
9 4mg^iiA:o If t>n^<b^'^2 O.Omg (0. 4 5 mm o 1 ) «:B^Sf 0 . 8 
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4 8 

mUr^d^L^ T — V-JUO. 0 8 m 1 ^jta;t. CCtC^^^Lx 3 0 %:^-fb7K^ 

m<Dmwtmm 1 . 4 8ml ^ija^tzo s.ji^m^mM'Z' i msmn-Lfz^^. ^-x 

mu^mTkMi- hU't7A7K20mK7K20mK fiSfn&l^TK 2 0ml T'^Jfe^^ 

Bm.^'y')fi^)\^t>^lsC7u-^Yir3y>(- (y;l/^^tM^ Art. 9 3 8 5. 
1 0 g) {^(^U :{^no;^yi/A : ^ ^y-7l/= 1 0 : l<Dg-&^iK7?i^lll L. ^ 

^Jfei?II2 1 

2- (N- (2- (4 -7;l/5t-aO'/-<>»I/) Tiyo^f-M) T IJ / 
Ji'-2, 3 -v^h Kp'Ov^ [b] 7 5>CD-^fi!c 

XgA 2- (N-^>->-»P-N- (2- (4 -•7>>U;rn'<>V'-r/l'T J y) 
-^^l/) ) Tiyy^^U-2, [b] 73>CD^^ 

#%^j2{Cj;«9l^^$tl^> 2- (N- (2 -T i yi^.'l') -N-'Oi^^L' 
) T^ >'yf-/l'-2. 3 -v^t Ka'<^^V [b] :7-5>l 4 1 mg (0. 5 0m 
mo 1 )^ig^byf'U>2. Omnw^*>U 0'C^1^^^LT^ h'JJ^^;UT5 
i'O. 14ml (1. OOmmol), 4 — 7-»l/;4-D'<>'"/-i'7l/^' d U K 0. 0 
7 1ml (0. 6 0 mm o 1) *Sn;ty::o SJC?^^ 0*^-^2 I^KSj$Lyr^> ^ 
D D;^7UA 2 0ml la^P^^KTK^:^ h U '^7 AtK 2 0 m K tK 2 0 m 1 

s fi&fD^J&4<2 0ml "^^fe^^. ^ooshyl/Ag^jj-xy hvi^l PSifi^S^ii 

>'U^'*tSl!, A r t. 9 3 8 5. 1 0 g) {Ci^rLv ^*1f> : i^l?ai5^yl/= 1 0 : 
1 ©il^jgiKT^glUL, ^ie{b^!i^3l 8 9mg^^mfe©#i4^i^<!:LTm/co ^ 
^9 3% 

ffSB 2- (N- (2- (4 -7;l/Jt-p^>V-ryUT* y) ) T^y 

y^;U-2, 3-v'tKa'^>V Cb] •7^>©-^fiit 
X^A{Cj:O^S5!$tl7t. 2- (N- (2- -ZP )V:tu^lyV^ )\^T I / 
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4 0 

) -N-'^^i^yl/) T i y > 2. 3 -i^h Kd^>V [b] 7^ 

>18 0mg(0. 4 5mmo 1) ^J£'fl:^^L/>2. On\\izmi}^L. 0°CiZ 
?^^LT. t>JVm^:yV^'>i^aV h'(DhJl^^>m^ CmM-ft^a:^) 0. 8 0 
ml ( 1 . 3 5 mm o 1 ) ^iJQ^fzo 4 0 tlr 6 ^mmn-Lti^. ^ u 

a^fwUA 2 0ml ^ta^X. mumm7i<,mi- h U "i? A7K 2 0 m K ;!K 2 0 m K 
ma^TK 2 0 m I -Z?25fe^m. o o ;t->yb h^>lPS L 

^*tM. Art. 9 3 8 5, 1 0 g) <Cf^ 's^if:^ : i^®eai^yl/= 2 : 1 O 

M^^m-cmtHL. 2- (N- (2- (4 -:7>r|/;4-aOV>i';l/T ^ y) 

) -N-:*;U;i-:'< Tiyp'^yU-2, 3->'tKn'<>y [b] -7^ 

>1 7 9mg<&#/::o i^tlftit-^m I 79mg (0. 40mmol) ^S^S?0 
. 7 2 m 1 {C@*^L. T— V-^bO. 08ml^iJD;t. ortw/^-^^L, 3 0 %a 

ityi(.mj^(Dm^mm i . 3 3 m 1 5-jn^/;:o 5;cM<£-Mt= 1 t^mmw l^^> 

J^-7^>'W2 0 m 1 ^m^X. mm LtzHtM'^mm.L. ^ u u*yl/A 2 0 m 1 tcS 
*^L^ ^fn^MTK^^ AtK 2 0 m K 7k 2 0 m K JS?a:&J^7K 2 0 m 1 
«t^m> u u ^.H/A^^-^f, "7 «y h V > 1 P S 'im.^m LTflJiTk L. aET^IS 
L/^o mM^->U:^y;i/^5A^ov h^r^:/^- Art. 9 3 

8 5, 1 0 g) {C#L> ^atJ^^Jl^A : > ; 3 0:1 

: 0 . 1 (Dm^mi^xmni u ^mit^^ 1 2 1 m e'&rM^com^mt trmtzo 

JR^ 8 5 % 

mmm 22 

2 - (N- (3 -^>'/-r.»I/T ^ y >^ne;l/) ) T i yy^yu- 2. 3--:^ 
t Kn^>V [b] 

XSA 2- (N- (3 -'<>V-r>'l'T = y^T'n t'>iu) -N-'^^Vv'^U) 
y^;i^-2, ,3 -•:;'t Kd'OV [b] :7^>©^fifc 

#%«»J3{c<t«3li®!$n/c. 2- (N- (3-TiyyntVl/) -N-'^^i^ 
yU) y ^f^yl/- 2, 3-i^t Ko^^V' [b] 7^>4 4 5mg (1. 5 0 
mmo 1) <Sr^{t-J< ^U>5. Oml{C;^*NL. 0'C{r?^-^LT. hUJi^^l/T 
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5 0 

$>0. 42ml (3. 0 0 mmo 1) . '^^'l/'T-'l'^J^ o i; KO. 2 1 m 1 (1 
. 8 mm o 1 ) ^■tmA.tZo SlSfSt^ 0 VC 2 ^FbW^ L/^^> i/zia 2 0 
m 1 ^m^T. mm^Mi^m-^ h U O O m K 7X2 O m K i&fnA*^7K 2 

0 m 1 P D "7 y h -7 > 1 P S jSffi^il LTIKtK L^ 

t. 9 3 8 5. 1 0 g) iCftL, 'V+i^^ : g^i^;l/= 2 : 1 ©il-^^iSlT'^ 
tii L, ^S'fk^ 5 5 5 m g«-j§Jillfe<D^*jyti^<i: LX'i^tZo JRJ$5 9 2 % 

frSB 2- (N- (.Z-^lyV^ )VT iy-fu\^Ji^^ ) T 5 y f^yp- 2 . 3 
-v'hKa'OV [b] yyXD-^lSL 
xeAlc:j:f3^S!!$n/Cs 2- (N- (3 -^>V-f ;l/T $ y/o bf^U) -N 
J 3-v'h Ko'OV: [b] 8 Omg ( 

0. A fimmol^ ^mt/^U>Z. Omnc^*>L. OtlC^fe^LT. /j^W 
TK'^s^'V+i/i'oU K©h;l/Ji>S?g (mM-fbsfeajS!) 0. 8 0ml (1. 3 4 
mm o 1) ^iB^tZo Kmm.^ 4 0 X,-^ 4 I^PalSf^ L^^s i^uu 2 0m 

1 ^*n;iT. mumkMm-^ hU'^A7k20ml. 7k20mK fm^-BiikiV. 2 0 
m 1 TiSfe^mx ^ n n ^.jVJ^m^^^ "7 -y h v > 1 P S jSiffi^&ii LTllftTK Lx US. 
TmmLtZa ^m^iy^)ij^Ji'ti'yl.^u^Vir3y >f- Art 
. 9 3 8 5, 1 0 g) jCf^L. ^^oo^^yl/ATP^aiL. 2 - (N- (3 -'^^V 
'f ^l/T 5 y y n tVU) -N-:<;>»U»J?K T i > ^ ^-'V- 2 . 3->»t:K 
o'^^y [b] :7-5:^2 0 3mg^^i/::o CO^ t> 1 5 2mg (0. 3 4 mmo 

1) ^B^g^O. 5m 1 {C^§!i>^L^ T-V-/UO. 0 5 m 1 ^ttJ^. CCJc^^^L 

V 3 0 %mitii^%m(Dm^mm o . 7 5 m i *Anx.y::o Kmrn^mmrT: 1 nfhs 

is^L^&> Ji— r-'U2 Dm 1 «-inx.T. m^LftttW^'^SmL. {Fuu^.}VL.2 
0 m 1 Ic^*nL> iafP^SSTK^-^ h';'J'A7k20mU7K20mK IS5fti:ftii7K 

2 0ml T^m.^'^. ^ux3 AS^Th -y h v > 1 P S LTllfe7h L. 

r t. 9 3 8 5, 1 0 g) {=:^^^L. ^no^i^vl/A : ^ ^^-^1/= 3 0 : 1 tDM^ 
^jlS-C^tiJ L. ^m^t^mi 0 5mg^}§JE^fe®?*^«^t LT?i^o iR^9 9% 
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5 1 

mmm 2 3 

2- (N- (3- i4-yj\y:taK>V^Jl^T^^) hVl/) ) / ^ 
f-;l/-2. 3 -v^h Ka^^y [b} 7^ ^©^fijc 

X^A 2- (N-^^^vf^lz-N- (3- (4 -7yU:^a'^>V-f ;l/T i y ) ^ 
nh*7l/) ) T=yy'^yI/-2, 3-v?tKn'^>V [b] y^XD'^^ 

^^msiz^ijmM-^tifz. 2- (N- (3-Tiyyue;w) -n-^>-:^ 

yl/) Tiy^f->P-2, 3 -v'h KoOy [b] -7^ i^2 2 7 mg (0. 7 6 
mmo 1 ) ^iS'fbp'f'U>2. OmltC^*^Lx 0'^C^C^^^LT. hUJ^^/WT 

i>0. 2 3ml (1. 6 2mmol). 4 -7;l/;*-n'Oi/-i'yUi'u V KO. 

12ml (0. 9 Immo I) irta^fzo 5U$^m=i:0V-V2mmi!iWLtz'^. ^ 
u n^^^PA 2 0ml <£riD;tTx fi&^^^K7K5fe:^ hU':/A7K20mK 7k20ml 
X ma-^MJiK 2 0ml -e^Jfe^S. n p *.>UA®^-;^ 9 v h v > 1 P SiSlfiM 

;b:J'itM, A r t. 9 3 8 5, ! 0 g) IC^^f L. 's^^l?- : S^^i^yl/= 2 : 1 

1 0 0 % 

ffgB 2- (N- (3- (4-7yi/:tP'<>y-<;l'T^ y) y o tVP) ) 
>'y^;l'-2. 3 ->^h Ka^yy [b] 7 5>©^Jilt 

XgA{C,fcOiBiSS!$n^> 2- (N- (3- (4-7yi/3i-D^>'/>f7l/T i y 
) 7"ntVU) -N-^>i^^l/) Tiy>^;U-2, [b] "7 

5>2 0 0mg(0. 4 8 mm o 1) ^:*S>fby P 2 , 0mnc^:&NL> O^C 
^z)%^LX. ^JUTf.^^V^i^^VJt) K©h/l^J^>^jK (m^^t^ttSS) 0. 8 
5ml (1. 4 3 mm o 1 ) ^iD^yto RfG^S^ 4 0 t-e 2 . SJ^m^^^Lfz^ 
. □ n:+:;bA 2 0 m 1 ^rSP^T. fia^D^MTk^:^ h U AtK 2 0 m K tK 2 0 
m 1 > Sm±m<. 2 0 m 1 -Piife^^. ^ a y >' 1 P SiS^ft 

LTlftTK Lx 5 0 mm o 1 ) Ltzo ^j!S^ •> 'J ^ y;l/;^7 5 A ^J' 

(./yU^'ttSSx A r t. 9 3 8 5, 1 0 g) {zift L. 
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5 2 

:g^^a:^;U=l : 1 (Dm-^mi^X'mtii L . 2- (N- (3- i4 -yjU^ti^ 
JUT i y:> •:fu\£)V) -N-^yUdf^^V^i/) T S y 2, 3- 

•^t Kn^>y [b] 7-5>l 9 Amg^mzo ?i^»n/c^l:^tl 1 9 2mg (0 
. 4 2 mmo 1) <&Bt^O. 5 m 1 {C^;6^Ls T— V-;l/0. 0 5 m 1 ^]!lO;t. 

0 'x:\z^^ L. 3 0 %a^b7k5gM©a^sr^^ee o . 9 2 m i ^ta^fzo ^mm^m. 

n 2 0ml \zMt^ m^^mf^^-i- h U A7K 2 0 m K tK 2 0 m 1 

, lafn^TK 2 0ml -Q^W^. ^ D a -7 -y h V > 1 P S itriSK<£-® 

>'l/^1±^. A r t. 9 3 8 5, 1 0 g) {Cf^TL, :^ n n;fxyU-t. : > y -;l/= 3 

num 2 4 

2- (N- (4 -^>V-r;UT ^ y -N-p*^;!^) T^yy^^w- 

2, 3 -i^h Ka^^V" [b] 

^^jncJ:»9lS^$n;^2 - (N- ( 4 -^>y-r yUT ^ y ^f^^l/) ) 
/y^>'lx-2. 3-i^h Kn/OV [b] :75V1 6 Omg (0. SOmmol 
)^y^y-7H. 6ml{c:^*^U CCtc^-^LT. 3 T^.+wi/Ayyi/f't K 
:^^^«[0. 4 0ml (5. 0 mmo 1) **n^/:;o 'yT Jiiim\t^^^%± Y ^) 
-fASlmg (0. 5 Ommo 1 ) ^*n;i. 0 'fe 2 ^fe^jtfli L/::^. i^po.-fx 
>'l/A2 Om 1 ^io;iXs 7K2 Dm K ISIn:^lg7K2 Om 1 "eiSfe^^s ^^no^f.A 

y;l/;!7 5A^o^ h^5 7>f - (y>H/i>yiSS!, A r t. 9 3 8 5. 1 0 g) 

L> ^ P P TfwPA : y y -;l/= 5 0:1 ©ii^?$ifiE-e@ti3 L^ M^b^l^? 1 3 

9mg<&MfeOr44^!fej<i:LT?#/:o M8 2% 

HJfe^J 2 5 

2- (N- (4 -'<:x'/-i';UT5 yy^;u) -N-i^;u) T^yy^yu- 
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5 3 

2, S-v'h Kn^i^y [b] 

y^-5^;U-2, Kp'O'/ [b] 6 Omg (0. 5 0 mm o 1 

) h— h >; . 6 m ^C^*^L. 3't7^ki^;U0. 0 4 8 ml (0. 6 

0 mm o 1 ) t^Mti U'i7A138mg(l. 00 mm o 1 ) ^ijnx.T. SOT 
1r— S^Si$ L^^. i7 n n;^^l/A 2 0ml ^Jrax.T, tK 2 0 m K muM^T^ 

2 0ml m^^, ^ n n ;^;l/A^^:h> 7 -y h v > 1 P S jtiffi^-ii LTJUfcTK 

rt. 9385. 10 g) fCf^t. PP;J^/l/A : ;/ ^ y—j\/= 5 0:1 ©^1^ 
2 6 

2- (N- (3-^>V-<;i/Ti y:rot;i/) -N-y ^;u) t ^ y y 

-2. 3-v?tKo^>y [b] •7-7:/tD^fiSt 

^SfeM2 2{c:J;«9P^$tLy;:2 - (N- (3 -^^V-f yUT ^ f;P) ) 
T5yp'f-;U-2, 3 ->^t Ko^>'y [b] 1 6 4mg (0. 5 3mm 

0 1) ^y-;H. 6mnc?g;6NL. ortC^^^LX. 3 T^'^yUATyUT^ 
tKTK^f^O. 4 0ml (5. Ommo 1) ^Snx.^o i'Ty 7Jc^-^b'^^'i'^:^ 
hU't'ASSmg (0. 5 Qmmo ]) ^taz.. OVX' zmsmWLfz'ik. 
D*:;l/A 2 0ml ^iO^T. tK 2 0 m K i&?P:^ig7K 20ml X^WWl. p p 

U:^y>>l/7:7^A^'av h^^^:?^- (pJ^U^rttSJ!^ A r t. 9 3 8 5, 1 0 g) 
J-f^L. PP;h;l/A : ^ -;U= 3 0:1 ©?S^^iiT-^|li Ls ^Jl-ft^^ 

1 2 8mg<£rMfe0^ftt^4^!I(i:LT?i^o iR^7 2% 

IIJfe^J2 7 

2, 3-i^tKP-2- (N- (4- (4 -7;l/:tP^>4f>'Xyl/7i-.^;UT 
-r^^U) ) Tl >f /"f-JV^^V [b] :7^>©^^ 
X^A 2- (N- (t-r h + '>7:7;^;^:~;^) -N- (4- (4-:7;U;4-p^ 
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5 4 

##^J1 {l<fc*)iSi!!$nyc^ 2- (N- (4-T$yy^;l/) -N- (t-y 

Y^i/t))^if.—)V) ) a-i^hKo'oy [b] :7^>i 6 

Omg (0. 5 Ommo 1) ^ig-fb-Zf^L/^l. 6ml {I^g*^L> OtfC^^-^L 
h U J:.f->'I/T ^ > 0 . 14ml (1. Ommol). p -:7yl/;4-n^>-tr > 
x;l/;^^y^^Dy K («^«*t^) 117mg(0. eommol) ^im^/cc 
K^&^g^ 0 2 ^F^Si^ Ly::^. u a ^f.yU A 2 0ml **D;iT. ^^Di^SfTk 
^:M- y 't'/s7K2 OmK 7k2 OmK fiSfD:^Jg7K2 0 m 1 -t?25fe^^. ^uuiis 
v'W -7 .y h V > 1 P S itlEt^ril LT^tK L. MjET^^S L fCo ^jl^r U 

hir5-7^- (yyl/^^iS!. A r t. 9 3 8 5. 1 0 g) 
# L. 's^-b- > : S^®Ei^;l/= 5 : 1 ©M^SiSTStlJ L. M>fL^«5 2 0 3m 
g ^J^HfecD^i^^i^ t. LTli^Co iR^ 8 5 % 

XSB 2, 3 -i^h Kp- 2 - (N- (4 - (4 -:7;U:^CJ^>-{f 
^'UT^y) ) T :>i^JV^>V [b] ^vVCD^^ 

±l2ffgA-??P5M$n;fe^ 2- (N- (.t -•:f V^i/ti )V^>—jV^ -N- (4 
- (4 -:7;l/;rn^>-lf >xyl/;^^7l/T $ 7*5^ ) Tiy^^>»l/-2, 3 
-i^h KnOV [b]:7^>194mg(0. 40mmol) ^0'C(c?^^L 
. h y 7 n i^g? 2 . 0 m 1 *ija^. 0 "C-? 2 i^Pa^gt^ L fto SJCC«t*^EET 
L. H^g* T^.JVL. 2 0ml {cS*^ L/::o ^fS?^IS5R]ift®f7X^:^ h U O 
AtK 2 0 m K 7k 2 0 m K t&^Ot^lSTk 2 0ml -^mmk. ^ uu7t^)\,L,m^-^- 
■7.y PSjiSSK^iiLTflJiTKL. MJETitJiL> M^k^*^ 1 4 Bmg^ 

J^llfeo/ftiKiKlt LT1i/::o iR^ 9 7 % 

mm 2 8 

2. 3->'hFn-2- (N- (4- ( 3 h P^>-t? ^xyUd-^^iyl/T i 

y) ■:r=i-)\d ) r x j [b] 7^>©^^ 

2- (N- (t -N- (4- (3-^hn^> 
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5 5 

#%^J1 {Cj:«9|^^$:nfc^ 2- (N- (4 -T ~ y -N- (t-^ 

h + yU) ) T$ y ^^yU- 2. 3 -i^h KuOV [b] 7-7> 1 6 

Omg (0. 5 Ommo 1) ^^^fkyf^U^l. 6ml{c^*NLx 0*t:{r?^-f>L 
h U Ji^v'PT i >0. 14ml (1. 0 mmo 1 ) . m-— h nAi:/4f >X 
u U K («M^b^*tS!!) 133mg(0. 60mmol) ^:tox./::o 
S^?^^ 0 2 ^PalSI?^ L/n^. 2 0ml <£-*n^T. fiSfa^^SeTK 

^•^ h y AtK 2 0 m K tK 2 0 m K ^fQ^llTK 2 0ml ^ a n j}-. 

^uAg^Th^ -y psitat^iiLTiijfeTKu jtJET^*iL/co mm^->v 

ij^jUtt'y l^i^VJ^ b^'py ^ - (jt Ar t. 9 3 8 5, 1 0 g) JC 

'^^IJ-^ : @^KJi5^yl/= 3 : 1 ©M^^^tf^ttJ OTib-&«K!/ 18 0m 

XSB 2, 3 -i^h Kp-2 - (N- (4 - (3 -— hm'^>'if:^x;l/5n^;b 
T5y) ^r-^yl/) ) T U ji^JU^>^/ [b] 75>CD-&fi£ 

±IS?TSA'Z?^SS!$n^. 2- (N- (t -•:^h4^i^;?7;l'-i-:-yl/) -N- (4 
- (.3-—hv3^:^-\f>XJl^7ii:=.jUTi>/) Zfi^JV) ) Tiyy^>'U-2, 3- 
v^t Kn^>V [b]7^:/180mg(0. 3 6mmo 1 ) ^0'C(c?^-^L. 
h «j7>'P;i-nB^®e2. 0ml^jD^> 0VX'2\^?smWLfZo ^fBrn^mETB 
l^m^i^ n a;j-wl/A 2 0ml <C^*^L/:o ^^d^^l&fD^1^7K^:^ K U A 
7K20mK7K20mK ^fO:&J^7K 2 0ml Tf^Jt;^^, ^' o^;^^.>^A^<£:;^'7 

h^yi PSJSffi^SLTflftTKL. MJETjgi^L. M^b^^^l 4 3mg<£-j^ 
^fe©?*^«3<i: L-C^i^o iR^ 9 9 % 

l^^»J 2 9 

2, 3-i^hKn-2- (N- (4- ( 2 - b Kn + '>^>y-r -'PT ^ y ) 
y^^-ZU) ) T5y^^yU'^>V" [b] 7^>CD^fi£ 

X^A 2- (N- (t-yh + ->:^;U;f:->»l/) -N- (4- (2-T-l?h4^-> 
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5 6 

^^V'T/i/T 5 y ) -rf-JVi ) T $ y y 5^;u-2. 3 t KDOy [b] -y 

#%^jncj;«9|gili$tl7^c. 2- (N- (4-T^yyf-;U) -N- (t-y 
h + '>7!7;l/5i->-;l/) ) y y5^>'l'-2, 3 -i^t Ko'>;>y [b] 75>6 4 
Omg (2. 0 Ommo 1) ^J^-fkyf^UVTm ^C^>6^L^ 0 "Ctc^ft-^LT. 
h U Ji'f-^UT 5 > 0 . 4 2ml (3. OmmoDx 0 -T-irf-yU-y- U f-n^yb 
^ p U K (T-'U K U ^ttS!) 497mg(2. BOmmol) ^jDX/^o RJd 
^flt^ 0 2 ^Pb^^J^ Lyt^^ n o*;UA 2 0ml ^IbtCZ. mmWm-i- 
h U "i? AtK 2 0mK7K20mU fi&^^l^TK 2 0ml -^^^^^^ d a ^J-.yl/ A 

Jl'ij'yJ^i^zi^hir^y 4^ i/jU^im^ At t. 9 3 8 5, 2 0 g) {c#L 
. p o Tt^Jl^A-Z-mm L> M^b^«^ 7 6 0 m g ^^llfeO?*4^iB5 i LT?i/=o 
iR^T 9 % 

XSB 2, 3 - v'h Kp- 2 - (N- (4 - (2 -h KP^->^>V'f ^ 
y) ) T ^ y [b] 7 

±iEXeA-??^Si!$tL^v 2- (N- (t-:^h + iy*>»U;f:— -N- (4 
- (2-T-\2h^iy^>V^J\yTlJ) Zff-)^) ) T^yy^>'U-2, 3-i?t 
Kp^^V [b] 75>600mg(l. 24mmol)^y^y->'P6mnc 

^*^U otfc^^^LT. 1 NcD:M- y ';7Ay h^i^ K^y :^'y-;i/^?Si. 5 

m 1 ^iJDX.fco SfCffi* 0 tJ-e 2 I^Falitii^ L^^^ :^ p p ^yl/A 2 0ml ^iox. 
fi&fPi^<hT AtK 2 0 m K tR 2 0 m K Wl^'^W^ 2 0ml T^fe^ 

:?pp7h;WA^^»^:'7.y PSilfiSl£*jiLTffifc7kL. MET^i^L/io 

]^j!i^->';;^7yyl/:^5 A^'Pv - (y ylx^ttM, Art. 9 3 8 5. 

1 0 g) fcf^L. ^ppji-wuAT^teL^ ^iife©?62i^'^^ii^o z.c^imm^ 

Ot:iC?ft^L> h U 7yU^Pi^®f4. 8ml*]!jO^. 0lCTr2^PBW^L/Zo S 
;E?&*MEETJii|iS L> ^jii^^DP^v;UA2 Om 1 ^c^*^L/:o ^^S^fi&fn^KSE 
7K^:^ h U AtK 2 0 m K tK 2 0 m K fi&fQ:^lg7K 2 0ml T^fe^m. p p 
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3 3 2 mg^l^^<Dm^^mtLXmzo iR^7 9% 
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5 8 



^1 -iru h-> 1 A^^mcn-t^m^^ 





5-HT,A Ki (nM) 


1 


2. 9 


2 


1 1 


4 


1. 2 


5 


1 2 


7 


4. 3 


9 


8. 2 


1 0 


3. 0 


1 1 


2. 6 


1 3 


5. 3 


1 5 


1 1 


1 8 


1. 3 


1 9 


3. 7 


2 0 


1. 6 


2 1 


2. 0 


2 3 


1 2 


2 4 


1 1 


2 5 


3. 1 


2 9 


5. 4 
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^2 Vimwmwm 













(mg/kg) 










5 5^ 


4 


1 


1 


1 0^9- 


4 


2 


3 


6^ 4# 


4 


4 


3 


1 0^ 


4 


5 


3 




4 


7 


3 




4 


9 


3 


8^ 5%l> 


4 


1 0 


3 


9^4 3# 


4 


1 1 


3 


1 0:a- 


4 


1 8 


1 




4 


2 2 


3 


7^ 6tl> 


4 


2 4 


3 


1 035- 


4 


2 5 


3 


7^5-3 5fi> 


4 
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6 0 





TKU:^U>al Ki (nM) 


1 


3 5 0 


2 


2 7 0 


4 


2 7 0 


5 


2 9 0 


7 


3 4 0 


g 


3 3 0 


1 0 


4 2 0 


1 1 


3 0 0 


1 3 


3 8 0 


1 5 


2 5 0 


1 8 


2 7 0 


2 4 


7 6 0 


2 5 


7 1 0 


2 9 


2 6 0 



^4 iJt^oflPffl (7v h^^jTK^) 









mn 




(ng/kg p. 0. ) 










2 0 0 


6 


1 


3 0 


1 1 7 


6 


1 7 


6 0 


1 4 2 


6 


1 8 


3 0 


1 4 2 


6 
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^ 5 m^m<Dit^^(Dm^m 





R 1 


n 


A 


R 2 


1 


H 


4 


CO 


H 


2 


H 


4 


S02 


H 


3 


H 


4 


CO 


2 -Me 


4 


H 


4 


CO 


3 -Me 


5 


H 


4 


CO 


4 -Me 


6 


H 


4 


CO 


2 -OMe 


7 


H 


4 


CO 


3 -OMe 


8 


H 


4 


CO 


4 -OMe 


9 


H 


4 


CO 


2 -F 


1 0 


H 


4 


CO 


3 -F 


1 1 


H 


4 


CO 


4 -F 


1 2 


H 


4 


CO 


2 -CF 3 


1 3 


H 


4 


CO 


3 -CF 3 


1 4 


H 


4 


CO 


4 -CF 3 


1 5 


H 


4 


CO 


3 -NO 2 


1 6 


H 


4 


CO 


3 -CN 


1 7 


(+) #: H 


4 


CO 


H 


1 8 


(-) H 


4 


CO 


H 


1 9 


H 


2 


CO 


H 


2 0 


H 


2 


CO 


3 -Me 


2 1 


H 


2 


CO 


4 -F 


2 2 


H 


3 


CO 


H 


2 3 


H 


3 


CO 


4 -F 


2 4 


Me 


4 


CO 


H 


2 5 


E t 


4 


CO 


H 


2 6 


Me 


3 


CO 


H 
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6 2 



^5 (OO'g) 



2 7 


H 


4 


S02 


4 -F 


2 8 


H 


4 


S02 


3 -N02 


2 9 


H 


4 


CO 


2 -OH 



wo 94^5930 



PCT/JP93/01835 



^6 





'H-NMR (CDCI3) (5(ppm) 
MASS (FAB) 




2. 29 (3H. s) 3. 30 (2H. d, J = 6. 6Hz) 
5. 00~5. 10(2H. m) 5. 80~6. 00 
(1 H. m) 7. 1 5 — 7. 3 0 (4 H. m) 

1 7 6 (MH* ) 




2. 36 (3H. s) 2. 86 ( 1 H, d d, J=14. 5H 
z. 9. 2Hz) 3. 63 ( 1 H. d d, J=14. 5Hz, 
4. 3Hz) 3. 67 (IH. t, J = 10. OHz) 

3. 89 (IH, dd, J = 10. 2Hz. 3. 9Hz) 

4. 25 — 4. 35 (IH. m) 

3 3 7 (MH* ) 




3. 12 (IH, dd. J = 15. 8Hz, 6. 5Hz) 
3. 35~3. 65 (3H. m) 4. 95 — 5. 05 (IH. 
m) 6. 79 (IH, d. J = 7. 9Hz) 6. 87 ( 
IH. t, J = 7. 5Hz) 7. 10 — 7. 20 (2H, m) 

2 1 2 (M* ) 




1. 60 — 1. 75 (4 H. m) 2. 65 — 3. 00 (IH, 
dd, J = 15. 5Hz, 9. 2Hz) 3. 60 (2H. t, 
J = 5. OHz) 4. 85-5. 00 (IH. m) 6. 76 
(IH. d, J = 7. OHz) 6. 84 ( 1 H, t, 
J = 7. 2Hz) 7. 05 — 7. 20 (2 H, m) 

2 2 2 (MH* ) 



wo 54/15930 



FCT/JF93/0183S 



6 4 



^6 



1. 4 0~-l. 6 0 (4H. m) 1. 4 6 (9H. s) 

2. 89 (IH. dd, J=15. 8Hz. 7. SHz) 

3. 20~3. 65 (7H. m) 5. 00 (IH. brs) 
6. 76 (IH. d, J = 7. 9Hz) 6. 84 ( 1 H. t, 
J=7. 5Hz) 7. 00~7. 20(2H. m) 



3 2 2 (MH* ) 



2 2 2 



1. 40-1. 75 (4H. m) 1. 44 (9H. s) 

2. 44 (3H, s) 2. 86 ( 1 H. d d. J=15. 8 
Hz, 7. 2Hz) 3. 20~3. 70 (5H, m) 

4. 05 (2H, t. J = 5. 9Hz) 4. 95 (IH, 
brs) 6. 73 ( 1 H, d. J = 7. 6Hz) 6. 84 

(IH. t. J = 7. 5Hz) 7. 05~7. 20 (2H, 
m) 7. 33 (2H. d. J = 8. 3Hz) 7. 78 

(2H. d. J = 8. 3Hz) 



4 7 6 (MH* ) 



3 7 6 



XSG 



1. 4 0 — 1. 70 (4 H. m) 

2. 8 9 (1 H. d d, J= 1 5 

3. 20-3. 75 (7H, m) 



1. 4 7 (9H. s) 
8Hz, 7. 3Hz) 
5, 0 0 (IH. brs) 



6.7 6 (1 H. d. J = 7, 
J = 7. 4 H z) 7.0 0 

3 4 7 (MH* ) . 2 4 7 



9Hz) 6. 84(1H. t. 
7. 2 0 (2 H, m) 



1 



XSH 



3 2 1 (MH* ) 



2 2 1 



wo 94/15930 
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^6 (oo'^) 



m^m2 


1. 70 (IH, s) 2. 85~3. 05 (3H, m) 
3. 25 (IH, dd, J = 15. SHz. 9. 2Hz) 
3. 86 (2H. s) 4. 9 0 — 5. 0 0 ( 1 H, m) 
6. 75 — 6. 90 (2 H. m) 7. 05 — 7. 20 (2H. 
m) 7. 2 0 — 7. 4 0 (5 H, m) 

2 4 0 (MH-^ ) 




2. 70 — 3. 00 (5 H. m) 3. 10 (IH, dd. 
J = 15. SHz. 9. 2Hz) 3. 65 — 3, 90 (4 H. 
m) 4. 8 0 — 4. 9 5 (IH. m) 6. 66 ( 1 H. d. 
J = 7. 9Hz) 6. 70 — 6. 80 (IH. m) 
7. 00 — 7. 30 (7 H, m) 7. 65 — 7. 75 (2 H. 
m) 7. 7 5 — 7. 8 5 (2 H. m) 

4 1 3 (MH* ) 


^m2 


1. 63 (2 H, s) 2. 60 — 2. 95 (7 H. m) 
3. 22 (IH. dd. J=15. 7Hz. 9. IHz) 
3. 72 (IH. d. J=13. 7Hz) 3. 75 (IH. 
d. J=13. 7Hz) 4. 8 5 — 5. 0 0 ( 1 H. m) 

6. 76 (IH, d. J = 7. 9Hz) 6. 75 — 6. 85 
(IH, m) 7. 05 — 7. 20 (2 H. m) 7. 20 — 

7. 3 5 (5 H. m) 

2 8 3 (MH* ) 



wo 94/15930 
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6 6 





me 












1. 


8 0 


— 1. 9 5 


(2H. m) 2. 


5 5~2. 9 0 (4 H. 




m) 


2 


. 9 5 (1 H. d d. J= 1 5 


. 7Hz. 7. 4Hz) 




3. 


2 1 


, (IH. dd. J = l 5. 7Hz, 9. IHz) 




3. 


6 0 


~3. 8 0 


(4H. m) 4. 


8 0~4. 9 5 ( 1 H. 




m) 


6 


. 6 9 (1 H. d. J = 7. 9 Hz) 6.7 9 




(1 H, 


d d. J = 


7. 6 Hz. 7. 3 H z) 7.0 0 — 




7 . 


4 0 


(7 H. m) 7.6 5 — 7. 


7 5 (2H. m) 




7. 


8 0 


~7. 9 0 


(2H. m) 






4 


2 7 


(MH* ) 








1 . 


5 3 


(2H. s) 1. 5 5~1. 


7 0 (2 H. m) 


#3|-^J 3 


2. 


5 0 


— 2. 7 5 


(5H. m) 2. 


8 2 ( 1 H. d d. 




J = 


1 3 


. 5Hz. 


6. 3Hz) 2. 


9 2 (1 H, d d. 




J = 


1 5 


. 5Hz, 


7. 6Hz) 3. 


2 0 (1 H. d d. 




J = 


1 5 


. 5Hz. 


9. IHz) 3. 


6 4 (1 H. d. 




J = 


1 3 


. 7Hz) 


3. 7 3 (1 H. 


d. J = 1 3. 7Hz) 




4. 


8 0 


~4. 9 5 


(1 H. m) 6. 


7 5 (1 H. d. 




J = 


7. 


9 Hz) 


6. 8 1 (1 H, dd. J = 7. 6H2. 




7. 


3Hz) 7. 


0 0 — 7. 1 5 (2 H. m) 




7. 


2 0 


— 7. 3 5 


(5H, m) 






2 9 7 


(MH-^ ) 








1. 


4 5 


(9H. s) 1.5 0~1. 


7 0 (4 H, m) 




2. 


8 7 


(IH, dd. J = l 5. 7Hz. 7. 2Hz) 




3. 
6. 


2 0 
7 3 


~3. 7 0 (7 H, m) 5. 
( 1 H, d. J = 7. 9 H z) 


0 0 (1 H. b r s) 
6. 8 3 (1 H, t. 




J = 


7. 


5Hz) 


7. 0 0~7. 2 0 


(2 H, m) 7. 3 5 




~7 


. 8 


5 (5H. 


m) 
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^6 (oo'^) 





4 2 5 (MH* ) , 3 2 5 




1. 45-1. 65 (5H. m) 2. 64 (2H. t. 

J = 6. 6Hz) 2. 6 5 — 2. 8 5 (3 H. m) 3. 16 
(IH. dd. J=15. 5Hz. 9. 2Hz) 3. 38 
(2H. dt. J = 6. 3Hz. 6. SHz) 4. 75 — 

4. ,85 (IH. m) 6. 68 (IH, d. J = 7. 9Hz) 

6. 75 (IH, t, J = 7. 5Hz) 6. 90 (IH, 
brs) 6. 95-7. 10 (2H. m) 7. 2 5- 

7. 40 (3H. m) 7. 68 (2H. d. J = 7. 3Hz) 

3 2 5 (MH* ) 


JMA 


1. 40 — 1. 70 (4 H, m) 1. 54 (9H. s) 

2. 9 5 (1 H, dd. J = 1 5. 5 Hz. 7. 1 H z) 

3. 0 0 — 3. 7 5 (7 H. m) 5. 05 ( 1 H. brs) 
6. 83 (IH. d. J=7. 6Hz) 6. 94 ( 1 H, t, 
J = 7. SHz) 7. 15 — 7. 35 (2H, m) 7. 55 
— 7. 7 0 (3H, m) 7. 9 0 — 8. 0 0 (2 H, m) 

4 6 1 (MH* ) . 3 6 1 




1. 35 — 1. 60 (5H, m) 2. 45 — 3. 00 (7 H. 
m) 3. 23 (IH, dd, J=15. 5Hz, 9. 2Hz) 
4. 8 5 — 5. 0 0 (IH, m) 6. 69 ( 1 H. d. 
J = 8. OHz) 6. 76 (IH. t, J = 7. 3Hz) 
7. 0 0 — 7. 2 0 (2H, m) 7. 3 5 — 7. 5 0 (3 H, 
m) 7. 7 8 (2H. d. J = 7. 7Hz) 

3 2 5 (MH* ) 



wo 94/15930 
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^6 (oo'^) 



rnmrns 

TMA 


1. 45 (9H, s) 1. 50~1. 75 (4H. m) 
2.4 3 (3H. s) 2. 8 8 ( 1 H, dd. 
J=15. 8Hz, 6. 9H2) 3. 20~3. 55 (7H, 
m) 4. 96 (IH. brs) 6. 7 3 ( 1 H, d. 
J=7. QHz) 6. 83 (IH. t. J = 7. 4Hz) 
7. 05-7. 40 (6H. m) 

4 3 9 (MH* ) . 3 3 9 


XMB 


1. 50 — 1. 70 C5H. m) 2. 36 (3H, s) 

2. 60 — 2. 85 (5H, m) 3. 09 (IH. dd, J = 
15. 5H2, 9. 2Hz) 3. 30 — 3. 45 (2 H, m) 
4. 60 — 4. 75 (IH. m) 6. 57 (IH, brs) 

6. 67 (IH. d. J = 7. 9H2) 6. 74 ( 1 H. t, 
J = 7. 4Hz) 7. 00 — 7. 35 (6 H. m) 

3 3 9 (MH" ) 




1. 45 (9H. s) 1. 55 — 1. 70 (4 H. m) 

2. 37 (3H. s) 2. 87 (IH. dd.. J-15. 7 
Hz, 7. IHz) 3. 2 0 — 3. 5 5 (7 H. m) 

4. 96 (IH. brs) 6. 73 ( 1 H, d, J = 7. 9 
Hz) 6. 83 (IH, t. J = 7. 4Hz) 7. 05 — 
7. 35(5H,m) 7. 50 — 7. 70(2 H. m) 

4 3 9 (MH* ) . 3 3 9 




1. 50 — 1. 70 (5 H. m) 2. 30 (3H, s) 

2. 65 (2H, t. J = 6. 6Hz) 2. 70 — 2. 90 
(3H. m) 3. 1 7 (IH. dd. J=15. 5Hz, 

9. 2Hz) 3. 38 (2H. d d, J=12. 2Hz. 
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6 9 

^6 (OO'^) 





b . o ri Z ) 4 


. 75 — 4. 90 (1 H, m) 6. 68 




(1 H. d. J = 


7. 9Hz) 6. 7 5 (IH, brs) 




6. 7 5 (1 H. 


t. J= 7. 4Hz) 7. 19 (2H, d. 




J = 5. 6 H z) 


7. 4 5-7. 5 0 ( 1 H, m) 7.5 2 




(IH, s) 






3 3 9 (MH* 


.) 




1. 4 5 (9 H. 


s) 1. 55-1. 75 (4 H. m) 




2.3 7 (3H, 


s) 2. 8 7 (1 H, dd. J= 1 5. 7 




Hz. 6. 6Hz) 3. 20 — 3. 55 (7 H. m) 




4. 9 5 (1 H. 


brs) 6. 7 3 (1 H, d, J = 7. 9 




Hz) 6,8 3 


(1 H. t. J = 7. 4Hz) 7. 0 0 — 




7. 2 5 (5H. 


m) 7. 6 5 — 7. 8 0 (2 H, m) 




4 3 9 (MH* 


) . 3 3 9 




1. 5 0 — 1. 7 


5 (5H. m) 2. 2 9 (3H. s) 




2. 6 3 (2 H. 


t, J = 6. 4H2) 2. 70 — 2. 90 




(3H. m) 3 


. 16 (1 H, dd. J=l 5. 5Hz, 




8. 9Hz) 3 


. 3 6 (2H. dd. J=l 2. OHz, 




6.1Hz) 4 


. 75 — 4. 90 (1 H. m) 6.67 




(IH, d. J = 


7. 9Hz) 6. 74 (IH. t. 




J = 7. 4Hz) 


6. 8 2 ( 1 H. b r s) 7.0 0- 




7. 15 (4 H. 


m) 7. 5 8 (2 H. d. J = 7. 9 H z) 




3 3 9 (MH* 


) 




1. 4 5 (9H, 


s) 1. 50 — 1. 70 (4 H, m) 




2. 8 8 (1 H. 


dd. J= 1 5. 8H2. 7. 3Hz) 
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^ 7 0 



^6 


\ -> S J 






3.2 0 


~ 0 . 0 u ^ 1 ri, 


0. 00 toH, S ) 




4.9 8 


VlH. brs; fa. 7 


3 CIH, d, J = 7, 9 




Hz) 


6, 82 CIH, t, J = 


7. 4Hz) 6. 95 




( 1 H. 


d. J = 8. 6H2) 7 


. 00 — 7. 20 (3 H, 




m) 7 


. 40~7. 50 (IH, 


m) 7. 8 7 (1 H, 




b r s) 


8. 19 ( 1 H, d, J 


= 17. 8 H z) 




4 5 5 


(MH* ) . 3 5 5 






1. 5 0 


— 1. 7 0 (5H. m) 


2. 6 5 (2H, t. 


mmm 6 


J = 6. 


3 H z) 2.7 0-2. 


9 0 (3 H. m) 3.19 






d d. J= 1 5. 5Hz. 


9. 2 H z) 3.4 0 




(2 H. 


d d. J = 1 2. 4Hz. 


6. 8 H z) 3. 8 7 




(3 H. 


s) 4. 7 5~4. 9 5 


(1 H. m) 6. 6 8 




( 1 H, 


d. J = 7. 9Hz) 6 


. 7 4 (1 H. t. 




J = 7. 


4Hz) 6.8 9 (IH, d. J = 8. 3Hz) 




6.9 5 


-7. 1 5 (3 H, m) 


7. 30 — 7. 40 (IH, 




m) 8 


. 10 (1 H. b r s) 


8. 12 ( 1 H. d d . 




J= 7. 


8 H z. 1 . 8 H 2) 






3 5 5 


(MH* ) 






1. 4 5 


(9H. s) 1. 5 0 — 


1 . 8 0 (4 H. m) 




2.8 7 


(1 H. d d. J = 1 5. 


7Hz. 7. 1 Hz) 




3.2 0 


-3. 7 0 (7 H. m) 


3.8 3 (3H. s) 




4.9 7 


(1 H. b r s) 6. 7 


3 ( 1 H, d, J = 7. 9 




Hz) 


6. 8 3 (1 H. t. J = 


7. 4H2) 7. 00 — 




7.5 0 


(7H. m) 






4 5 5 


(MH* ) , 3 5 5 





wo M/15930 



PCT/JP93/01835 



^6 (o-c?^) 



XigB 


1. 5 0 — 1. 8 0 (5 H, m) 2. 60~2. 90 (4H. 
m) 3. 17 (IH. dd. J=15. 5Hz. 8. 9Hz) 

3. 30 — 3. 50 (2H, m) 3. 74 (3H, s) 

4. 7 0 — 4. 9 0 (IH. m) 6. 68 ( 1 H, d, 

J = 7. 9Hz) 6. 7 5 (IH. t, J = 7. 4Hz) 
6. 80 — 7. 30(7 H, m) 

3 5 5 (MH* ) 




1. 46 (9H. s) 1. 50 — 1. 80 (4 H. m) 

2. 88 (IH. dd. J=15. 8Hz, 6. 9Hz) 

3. 20 — 3. 60 (7 H. m) 3. 83 (3H, s) 

4. 9 6 (IH, brs) 6. 7 0 — 6. 9 0 (4 H, m) 
7. 00 — 7. 20 (2H. m) 7. 70 — 7. 90 (2 H. 
m) 

4 5 5 (MH* ) . 3 5 5 


XSB 


1. 5 0 — 1. 8 0 (5 H. m) 2. 6 0 — 2. 9 0 (4 H, 
m> 3. 1 7 (IH. dd, J = 15. 5Hz. 9. 2Hz) 

3. 30 — 3. 50 (2 H, m) 3. 74 (3H, s) 

4. 7 5 — 4. 9 0 (IH, m) 6. 7 0 — 6. 9 0 (5 H, 
m) 7. 0 0 — 7. 10 (2H. m) 7. 6 6 (2H. d. 
J = 8. 9Hz) 

3 5 5 (MH^ ) 



wo 94/15930 
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7 2 







^6 


(o^#) 






1.4 5 


(9H. s) 1.5 0- 1.8 0 (4 H. m) 




Em 9 




C 1 H. d d, J = 15, THZt 7, IHz) 




lA 


3. 2 0 


— 3. 70 (7H. m) 4. 98 ( 1 H, b r s) 






6.7 4 


(IH. d, J = 7. 9Hz) 6. 82 ( 1 H. t. 






J = 7. 


4Hz) 7. 00 — 7. 50 (5 H, m) 8. 07 






(1 H. 


t, J = 7. 4 Hz) 






4 4 3 


(MH* ) . 3 4 3 






1. 5 0 


— 1. 8 0 (5H. m) 2. 6 5 (2H, t. 






J = 6. 


8H2) 2. 75 (IH. dd. J = 12. 5Hz. 




IB 


4. OHz) 2. 8 0 — 2. 90 (2H. m) 3. 18 






(1 H. 


dd. J=15. 5Hz. 9. 2Hz) 3. 42 


- 




(2H. 


dd, J=12. 2Hz. 5, 6Hz) 4. 70 — 






4.9 0 


(IH. m) 6. 68 (IH. d, J = 7. 9Hz) 






6.7 4 


(IH. t. J = 7. 4Hz) 6. 90 (IH. 






b r s ) 


6. 9 5 — 7. 4 5 (5 H, m) 7. 99 ( 1 H. 






d t, J 


= 7. 9Hz. 2. OHz) 






3 4 3 


(MH* ) 






1.4 6 


(9 H. s) 1. 5 0 — 1. 8 0 (4 H. m) 




2.8 7 


(1 H, d d. J= 1 5. 7Hz. 7. 1 Hz) 




lA 


3.2 0 


— 3. 6 0 (7H, m) 4. 9 6 ( 1 H. b r s) 






6.7 4 


(IH. d. J = 7. 6Hz) 6. 83 (IH, t. 






J = 7. 


3Hz) 7. 00 — 7. 70 (6 H, m) 






4 4 3 


(MH^ ) . 3 4 3 
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^6 Coo'g) 



mmmio 


1. 4 0~1. 7 0 (5H. m) 2.6 5 (2H. t. 

J = 6. 4Hz) 2. 70-2. 90(3H. m) 3. 17 
(IH, dd. J=15. 5 Hz, 9. 2 Hz) 3. 3 8 
(2H. dd. J = 12. IHz, 6. 6Hz) 4. 70 — 

4. 90 (IH. m) 6. 67 ( 1 H, d. J = 7. 9Hz) 

6. 75 (IH. t. J = 7. 4H2) 7. 00 — 7. 50 
(7H. m) 

3 4 3 (MH* ) 


mmmn 


1. 46 (9H. s) 1. 5 0 — 1. 8 0 (4 H, m) 

2. 87 (IH. dd. J=15. 7H2. 7. IHz) 

3. 20 — 3. 80 (7H. m) 4. 95 (IH. brs) 
6. 74 (IH. d. J=7. 6Hz) 6. 84 (1 H. t. 
J = 7. 4Hz) 7. 0 0-7. 2 0 ( 4 H. m) 7. 70 
-7. 9 0 (2 H. m) 

4 4 3 (MH- ) . 3 4 3 




1. 50 — 1. 80(5H, m) 2. 65(2H. t, 
J = 6. 4Hz) 2. 70-2. 90 (3 H, m) 3. 17 
(IH. dd, J = 15. 5Hz. 9. 2Hz) 3. 37 
(2H. dd, J = ll. 9Hz. 6. 3Hz) 4. 7 0 — 
4. 90 (IH, m) 6. 68 ( 1 H, d. J = 8. 3Hz) 
6. 76 (IH. t. J = 6. 4Hz) 6. 90 — 7. 10 
(4H. m) 7. 6 0 — 7. 7 0 ( 2 H. m) 

3 4 3 (MH^ ) 



wo 94/15930 
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^6 (oo'g) 





1. 40~1. 80 (13H. m) 2. 88 ( 1 H. d d. 
J=15. 8Hz. 7. 3H2) 3. 2 0-3. 70 ( 7 H. 
m) 4. 9 6 (1 H, b r s) 6. 7 3 (1 H, d. 
J = 7. 9Hz) 6. 82 (IH. t. J = 7. 3Hz) 
7. 0 0 — 7. 2 0 (2 H. m) 7. 4 5 — 7. 7 0 (4 H. 
m) 

4 9 3 (MH* ) . 3 9 3 




1. 40 — 1. 80 (5 H. m) 2. 50 — 2. 80 (4 H, 
m) 3. 06 (1 H. dd. J=15. 5Hz. 9. 2Hz> 
3. 30 — 3. 5 0 (2 H, m) 4. 50 — 4. 70 (IH, 
m) 6. 66 (IH. d. J = 7. 9Hz) 6. 74 

(1 H. t, J = 7. 4Hz) 6. 83 (1 H. brs) 
6. 95 — 7. 10(2H. m) 7. 40 — 7. 60 

(3H. m) 7. 60 (IH. d. J = 7. 6Hz) 

3 9 3 (MH^ ) 




1. 4 4 (9H. s) 1. 5 0 — 1. 8 0 (.4 H. m) 

2. 87 (IH. dd, J=15. 7Hz, 7. IHz) 

3. 2 0 — 3. 6 0 (7 H, m) 4. 95 ( 1 H. brs) 
6. 70 — 6. 90 (2 H, m) 7. 00 — 7. 20 (2 H, 
m) 7. 45-7. 60 (1 H. m) 7. 60-7. 70 

(1 H, m) 7. 9 5-8. 2 0 (2 H. m) 

4 9 3 (MH* ) , 3 9 3 



wo 54/15930 
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7 5 





^6 






1 . 5 0 


~1. 80(5H. m) 2. 66(2H, t. 




J = 6. 


4Hz) 2. 70 — 2. 90 (3 H. m) 3. 16 




(1 H. 


d d. J = 1 5. 5Hz. 9. 2Hz) 3.4 0 




(2 H. 


dd. J = ll. 9Hz. 5. 9Hz) 4. 75~ 




4. 8 5 


(IH. m) 6. 65 (IH. d. J = 7. 9Hz) 




6.7 5 


(IH, t, J = 7. 4Hz) 7. 02 (IH, t. 




J = 7. 


9Hz) 7. 06 (IH, d. J = 7. 4Hz) 




7. 4 0 


(IH. brs) 7. 4 3(1H. t. J = 7. 8 




Hz) 
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